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Amendments to the Claims: 

This listing of claims will replace all prior version, and listing, of claims in the application. 
Listing of Claims: 



1 . (Currently amended) An acylated 1 ,2,3,4-tetrahydronaphthyl amine according to 
the general formula (I) in any of its stereoisomeric forms or a mixture thereof in 
any ratio or a pharmaceutical^ acceptable salt thereof 

R 1 




I 

H 



(I) 



wherein 

R 1 and R 4 are independently of each other solcctcd chosen from the group 
cons i st i ng of : 

H; unsubstituted and at least monosubstituted C r Ci 0 -alkyl, C 2 -Ci 0 -alkenyl and 
C2-Cio-alkynyl, the substituents of which are oo l octod chosen f rom the group 
consist i ng of F, OH, C r C 8 -alkoxy, (CrC 8 -alkyl)mercapto, CN, COOR 6 , 
CONR 7 R 8 , and unsubstituted and at least monosubstituted phenyl and 
heteroaryl, the substituents of which are selected chosen f rom the group 
cons i sting of halogens, pseudohalogens, CrC 3 -alkyl, C r C 3 -alkoxy and CF 3 ; 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are se l ected - chosen f rom the group consisting of halogens, 
pseudohalogens, Ci-C 3 -alkyl, C r C 3 -alkoxy and CF 3 ; R 9 CO; CONR 10 OR 11 ; 
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COOR 12 ; CF 3 ; halogens; pseudohalogens; NR ,3 R 14 ; OR 15 ; S(0) m R 16 ; 
S0 2 NR 17 R 18 ; and N0 2 ; 

R 2 and R 3 are independently of each other seteeted- chosen f rom the group 
cons i sting of : 

H; halogens; pseudohalogens; unsubstituted and at least monosubstituted Ci- 
Cio-alkyl the substituents of which are sc l octod chosen from tho group cons i sting 
ef-OH, phenyl, and heteroaryl; OH; C r Ci 0 -alkoxy; phenoxy; S(0) m R 19 ; CF 3 ; CN; 
N0 2 ; (CrC 10 -alkyl)amino; di(CrCi 0 -alkyl)amino; (Ci-C 6 -alkyl)-CONH-; 
unsubstituted and at least monosubstituted phenyl-CONH- and phenyl-S0 2 -0-, 
the substituents of which are scloctcd chosen from the group consist i ng of 
halogens, pseudohalogens, CH 3 and methoxy; (Ci-C 6 -alkyl)S0 2 -0-; 
unsubstituted and at least monosubstituted (d-Ce-alkyOCO, the substituents of 
which are sc l octcd chosen from the group cons i st i ng of F, di(Ci-C 3 -alkyl)amino, 
pyrrolidinyl and piperidinyl; and phenyl-CO, the phenyl part of which can be 
substituted by one or more substituents chosen f rom the group consisting of C-r 
C 3 -alkyl, halogens and methoxy; 

A is solcctod chosen from the group consisting of CH 2 , CHOH and CH-(d-C 3 - 
alkyl); 

B is scloctcd chosen from the group cons i st i ng of CH 2 and CH-(Ci-C 3 -alkyl); 
C independently has the same meaning as B; 

R 5 is a group Hetar which can be unsubstituted or carry one or more substituents 
s e l ected chosen from the group consist i ng of : halogens; pseudohalogens; NH 2 ; 
unsubstituted and at least monosubstituted C r Ci 0 -alkyl, C 2 -Ci 0 -alkenyl, C 2 -Ci 0 - 
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alkynyl, C-i-Cio-alkoxy, (CrCio-alkyl)amino, and di(Ci-Cio-alkyl)amino, the 

substituents of which are se le cted chosen from the group consist i ng of F, OH, 

d-Ca-alkoxy, aryloxy, (CrC8-alkyl)mercapto, NH 2 , (C-i-C 8 -alkyl)amino, and di(d- 

C 8 -alkyl)amino; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; arvl- substituted C i-C 4 -alkvl; 

er-heteroaryl-substituted CrC 4 -alkyl; CF 3 ; N0 2 ; OH; phenoxy; benzyloxy; (Cr 

Cio-alkyl)COO; S(0) m R 20 ; SH; phenylamino; benzylamino; (C r Ci 0 -alkyl)-CONH-; 

(C 1 -C 10 -alkyl)-CON(Ci-C 4 -alkyl)-; phenyl-CONH-; phenyl-CON(Ci-C 4 -alkyl)-; 

heteroaryl-CONH-; heteroaryl-CON(Ci-C 4 -alkyl)-; (C r Ci 0 -alkyl)-CO; phenyl-CO; 

heteroaryl-CO; CF 3 -CO; -OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; 

COOR 21 ; CONR 22 R 23 ; CNH(NH 2 ); S0 2 NR 24 R 25 ; R 26 S0 2 NH-; R 27 S0 2 N(d-C6- 

alkyl)-; and saturated and at least monounsaturated aliphatic, mononuclear 5- to 

7-membered heterocycles containing 1 to 3 heteroatoms se l ected chosen f rom 

the group consist i ng of N, O, and S, which heterocycles can be substituted by 

one or more substituents se l ect e d chosen from the group consist i ng of halogens, 

CrC 3 -alkyl, CrC3-alkoxy, OH, oxo and CF3, and wherein said heterocycles can 

optionally be condensed to the-said group Hetar; and wherein all aryl, heteroaryl, 

phenyl, aryl-containing, heteroaryl-containing and phenyl-containing groups, 

which are optionally present in the-said substituents of the-said group Hetar, can 

be substituted by one or more substituents s el ected chosen from the group 

consist i ng of halogens, pseudohalogens, Ci-C 3 -alkyl, OH, CrC 3 -alkoxy, and CF 3 ; 

R 6 is so l octcd chosen f rom the group consist i ng of : 

H; Ci-€49Cio-alkyl, which can be substituted by one or more substituents 

oc l octcd chosen f rom the group cons i sting of F, C-i-Ce-alkoxy, and di(Ci-Ce- 
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alkyl)amino; aryl-(d-C 4 -alkyl) and heteroaryl-(C r C4-alkyl), which can be 

substituted by one or more substituents selected chosen from the group 

cons i sting of halogens, Ci-C 4 -alkoxy, and di(CrC 6 -alkyl)amino; 

R 7 is solcctod chosen from tho group cons i st i ng of : 

H; Ci-G40Cio-alkyl which can be substituted by one or more substituents, 

sel e cted chosen from the group consisting of F, CrC 8 -alkoxy, di(CrC 8 - 

alkyl)amino and phenyl; phenyl; indanyl; and heteroaryl; and wherein each of the 

aforementioned aromatic groups can be unsubstituted or carry one or more 

substituents chosen from the group cons i st i ng of halogens, pseudohalogens, Cr 

C 3 -alkyl f C r C 3 -alkoxy and CF 3 ; 

R 8 is H or Ci-C 10 -alkyl; 

R 9 is s olo ct c d chosen from tho group consisting of : Ci-Cio-alkyl which can be 

unsubstituted or carry one or more substituents chosen from tho group cons i st i ng 

efc-F, (CrC 4 )-alkoxy, di(C r C 3 -alkyl)amino; and unsubstituted and at least 

monosubstituted phenyl and heteroaryl, the substituents of which are sc lo ctod 

chosen from tho group cons i sting of CrC 3 -alkyl, CrC3-alkoxy, halogens, 

pseudohalogens, and CF 3 ; 

R 10 independently has the same meaning as R 7 ; 

R 11 independently has the same meaning as R 8 ; 

R 12 independently has the same meaning as R 6 ; 

R 13 is soloctcd chosen from the group cons i sting of: H; CrC 6 -alkyl; 

unsubstituted and substituted phenyl, benzyl, heteroaryl, (CrC 6 -alkyl)-CO, 

phenyl-CO, and heteroaryl-CO, the substituents of which are scloctod chosen 
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from tho group coriGioting of halogens, pseudohalogens, CrC 3 -alkyl, C1-C3- 
alkoxy, and CF 3> and wherein one or more of these substituents can be present; 
R 14 independently has the same meaning as R 13 ; 

R 15 is se l ected chosen f rom tho group consist i ng of: H; Ci-Cio-alkyl; (C1-C3- 
alkoxy)-Ci-C 3 -alkyl; and substituted and unsubstituted benzyl, phenyl and 
heteroaryl, the substituents of which are se l ected chosen f rom th o group 
cons i sting of halogens, pseudohalogens, CrC 3 -alkyl, C r C 3 -alkoxy, and CF 3 , and 
wherein one or more of these substituents can be present; 
R 16 is solcctcd chosen f rom the group consist i ng of: Ci-Cio-alkyl which can be 
substituted by one or more substituents se l ected chosen f rom the group 
cons i st i ng of F, OH, Ci-C 8 -alkoxy, aryloxy, (d-Ca-alkyOmercapto, (Ci-C 8 - 
alkyl)amino and di(CrC 8 -alkyl)amino; CF 3 , and substituted and unsubstituted 
phenyl and heteroaryl, the substituents of which are se l ected chosen f rom tbe- 
group cons i st i ng of halogens, pseudohalogens, CrC 3 -alkyl, d-C 3 -alkoxy and 
CF 3 , and wherein one or more of these substitutents can be present; 
R 17 independently has the same meaning as R 7 ; 
R 18 independently has the same meaning as R 8 ; 
R 19 independently has the same meaning as R 16 ; 
R 20 independently has the same meaning as R 16 ; 
R 21 independently has the same meaning as R 6 ; 
R 22 independently has the same meaning as R 7 ; 
R 23 independently has the same meaning as R 8 ; 
R 24 independently has the same meaning as R 7 ; 
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R 25 independently has the same meaning as R 8 ; 

R 26 independently has the same meaning as R 16 ; 

R 27 independently has the same meaning as R 16 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms s o l o ot o d chosen from the group consisting 

ef-N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one or more heteroatoms s ele ct e d chosen f rom th e group consisting 
ef-N, O, and S; aryl is phenyl, naphth-1-yl or naphth-2-yl; 
m is 0, 1 or 2; 

with the proviso that, i n cas e w here R 1 , R 2 , R 3 and R 4 are hydrogen or one of the 
substituents, R 1 R 2 , R 3 or R 4 is CrC 6 -alkoxy, R 5 is not unsubstituted pyridyl or 
unsubstituted or substituted 4-oxoquinolinyl; 

where one of the groups R 1 and R 2 is hydroxy and the other groups of R 1 , R 2 , R 3 , 

and R 4 are hydrogen, R 5 is not unsubstituted pyridyl; and 

where groups A, B, and C are each CHb, R 5 is not 5-nitrofuryl . 

(Currently amended) An -The acvlated 1,2,3,4-tetrahydronaphthyl amine in any of 

its stereoisomeric forms or a mixture thereof in any ratio or a pharmaceutical^ 

acceptable salt thereof according to claim 1 , wherein in the formula (I) 

R 1 is select e d c hosen f rom th e group cons i sting of: H; Ci-C 4 -alkyl; d-C 4 -alkoxy; 

CF 3 ; halogens; pseudohalogens; (Ci-C 4 -alkyl)-S(0) m -; and unsubstituted and at 

least monosubstituted phenyl and heteroaryl, the substituents of which are 

s e lect e d c hosen f rom the group cons i st i ng of halogens, pseudohalogens, C1-C3- 
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alkyl, C r C 3 -alkoxy and CF 3l and wherein heteroaryl is Gclcotod chosen f rbm-the- 
group consisting of 5- and 6-membered heterocycles containing one or more 
heteroatoms chosen f rom the group cons i st i ng of N, O, and S; 
R 2 and R 3 are independently of each other se l ected chosen from the group 
cons i sting of : 

H; halogens; pseudohalogens; and d-C 3 -alkyl; 

R 4 independently has the same meaning as R 1 ; 

A is sclcctod chosen from the group cons i sting of CH 2 and CHOH; 

B and C are independently of each other sc l octod chosen f rom the group *■ 



R 5 is a group Hetar which can be unsubstituted or carry one or more substituents 
se l ected chosen f rom the group cons i st i ng of : halogens; CN; NH 2 ; unsubstituted 
and at least monosubstituted Ci-C 8 -alkyl, C 2 -C 8 -alkenyl, C 2 -C 8 -alkynyl, Ci-C 8 - 
alkoxy, (C r C 8 -alkyl)amino, and di(Ci-C 8 -alkyl)amino, the substituents of which 
are selected chosen f rom tho group cons i st i ng of F, Ci-C 6 -alkpxy, phenoxy, (Ci- 
C 6 -alkyl)mercapto, NH 2 , (Ci-C 6 -alkyl)amino, and di(C 1 -C 6 -alkyl)amino; C3-C5- 
alkandiyl; phenyl; heteroaryl; phenvl- substituted C r C?-alkyl; er-heteroaryl- 
substituted C r C 2 -alkyl; CF 3 ; OH; phenoxy; benzyloxy; (Ci-C 6 -alkyl)COO; 
S(0) m (Ci-C 6 )-alkyl; S(0) m -phenyl; S(0) m -heteroaryl; SH; phenylamino; 
benzylamino; (d-Ce-alkyO-CONH-; (CrC 6 -alkyl)-CON(Ci-C 4 -alkyl)-; phenyl- 
CONH-; phenyl-CON(C r C 4 -alkyl)-; heteroaryl-CONH-; heteroaryl-CON(CrC 4 - 
alkyl)-; (C r C 6 -alkyl)-CO; phenyl-CO; heteroaryl-CO; CF 3 -CO; -OCH 2 0-; -OCF 2 0- 
; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(C r C 6 -alkyl); -CONH 2 ; -CONH(Ci-C 6 -alkyl); - 
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CON(di(C r C 6 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(CrC 6 -alkyl); - 

S0 2 NH(phenyl); -S0 2 N(di(C r C 6 -alkyl)); (d-Ce-alkylJSOzNH-; (CrC 6 - 

alkyl)S0 2 N(C 1 -C 6 -alkyl)-; phenyl-S0 2 NH-; phenylrS0 2 N(Ci-C 6 -alkyl)-; heteroaryl- 

S0 2 NH-; heteroaryl-S0 2 N(C r C 6 -alkyl)-; and saturated and at least 

monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 

containing 1 to 3 heteroatoms selected chosen f rom the group cons i st i ng of N, O, 

and S, which heterocycles can be substituted by one or more substituents 

scloctod chosen f rom the group cons i st i ng of halogens, Ci-G3-alkyl, C1-C3- 

alkoxy, OH, oxo, and CF 3 , and wherein said heterocycles can optionally be 

condensed to^he said group Hetar; and wherein all heteroaryl, phenyl, 

heteroaryl-containing and phenyl-containing groups, which are optionally present 

in-the said substituents of-the said group Hetar, can be substituted by one or 

more substituents se l ected chosen from the group cons i sting of halogens, 

pseudohalogens, Ci-C 3 -alkyl, OH, CrC 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms se l ected chosen f rom the group cons i sting 

ef-N, O, andS; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one or more heteroatoms selected chosen f rom the group cons i sting 
ef-N, O and S; and 
misOor2. 



-9- 



U.S. Patent Application No.: 10/073,307 
N w Attorney Docket No.: 02481.1830 

(Currently amended) An -The acvlated 1 ,2,3,4-tetrabydronaphthyl amine in any of 

its stereoisomers forms or a mixture thereof in any ratio or a pharmaceutically 

acceptable salt thereof according to claim 1 , wherein in the formula (I) 

R 1 is H, halogen or d-d-alkyl; 

R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A is CH 2 ; 

R 5 is a group Hetar which can be unsubstituted or carry one or more substituents 
oc l octod chosen from the group consisting of : halogens; CN; NH 2 ; unsubstituted 
and at least monosubstituted Gt_Ci-C 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, d-C 3 - 
alkoxy, (d-C 4 -alky))amino f and di(Ci-C4-alkyl)amino, the substituents of which 
are Go l octcd chosen from the group cons i sting of F, C-i-C3-alkoxy, (C1-C3- 
alkyl)mercapto, and NH 2 ; Cs-Cs-alkandiyl; phenyl; heteroaryl; phenvl- substituted 
Ci-C?-alkvl; e^heteroarvl-substituted d-C 2 -alkyl; CF 3 ; OH; (C r C 4 -alkyl)COO; 
S(0) m (CrC 4 )-alkyl; (Ci-C 4 -alkyl)-CONH-; (d-d-alkyl)-CON(d-d-alkyl)-; (d- 
C 4 -alkyl)-CO; phenyl-CO; heteroaryl-CO; CF3-CO; -OCH 2 0-; 
-OCF20-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COOCCrCe-alkyl); -CONH 2 ; -CONHCd-C^ 
alkyl); -CON(di(C r C 4 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(C r C 4 -alkyl); - 
S0 2 NH(phenyl); -S0 2 N(di(d-C 4 -alkyl)); (CrC 4 -alkyl)S0 2 NH-; (d-C 4 - 
alkyl)S0 2 N(d-d-alkyl)-; and saturated and at least monounsaturated aliphatic, 
mononuclear 5- to 7-membered heterocycles containing 1 to 3 heteroatoms 
se l ected chosen from the group consist i ng of N, O, and S, which heterocycles 
can be substituted by one or more substituents se l ected chosen f rom the group 
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alogens, d-C 3 -alkyl, C r C 3 -alkoxy, OH, oxo and CF 3 , and wherein 



said heterocycles can optionally be condensed to-the said group Hetar; and 
wherein all heteroaryl, phenyl., heteroaryl-cdntaining and phenyl-containing 
groups, which are optionally present in^he said substituents of-tbe said group 
Hetar, can be substituted by one or more substituents so lc ct o d chosen from the- 
group cons i st i ng of halogens, pseudohalogens, Ci-C 3 ^alkyl, OH, CrC 3 -alkoxy, 
and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one, two or three heteroatoms s ele cted c hosen from t h e g rou p * 
con si st i ng of N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one, two or three heteroatoms s ele ct e d chosen from the group 
consist i ng of N, O, and S; and 
m is 0 or 2, 

4. (Currently amended) An- The acylated 1 ,2,3,4-tetrahydronaphthyl amine in any of 
its stereoisomeric forms or a mixture thereof in any ratio or a pharmaceutical^ 
acceptable salt thereof according to claim 1 , wherein in the formula (I) 
R 1 is H, halogen or CrC4-alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
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R 5 is a group Hetar which can be unsubstituted or carry one or more substituents 

Gclcct c d chosen from the group cons i st i ng ^f: F; G+CJ; Br; Ci-C 3 -alkyl; d-C 3 - 

alkoxymethyl; 2-amino-3,3,3-trifluon>propyl-; CF 3 ; C 3 -C 5 -alkandiyl; phenyl; 

heteroaryl; benzyl; heteroaryl-methyl; OH; C r C 3 -alkoxy; phenoxy; 

trifluoromethoxy; 2,2,2-trifluoroethoxy; (C r C 4 -alkyl)COO; (Ci-C 3 -alkyl)mercapto; 

phenylmercapto; (C r C 3 -alkyl)sulfonyl; phenylsulfonyl; NH 2 ; (Ci-C 4 -alkyl)amino; 

di(CrC 4 -alkyl)amino; (C r C 3 -alkyl)-CONH-; (CrC 3 -alkyl)-S0 2 NH-; (d-C 3 -alkyl)- 

CO; phenyl-CO; -OCH 2 0-., -OCF 2 0-; -CH 2 CH 2 0-; COO(C r C 4 -alkyl); -CONH 2 ; - 

GONH(C r C 4 -alkyl); -CON(di(C r C 4 -alkyl)); CN; -S0 2 NH 2 ; -S0 2 NH(Ci-G 4 -alkyl); - 

S0 2 N(di(C r C 4 -alkyl)); pyrrolidinyl; piperidinyl; morpholinyl; and thiomorpholinyl; 

and wherein all heteroaryl, phenyl, heteroaryl-containing and phenyl -containing 

groups, which are optionally present in-the said substituents of-the said group 

Hetar, can be substituted by one or more substituents s e lected chosen f rom the- 

group cons i sting of halogens, pseudohalogens, C r C 3 -alkyl, OH, C r C 3 -alkoxy, 

and CF 3 ; 

heteroaryl is selected chosen from the group consist i ng of : furyl, pyrrolyl, thienyl, 
thiazolyl, isothiazolyl, oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, 
pyrazinyl, pyridyl, pyrimidinyl, benzoimidazolyl, benzthiazolyl, benzoxazolyl, 
quinolinyl, ispquinolinyl, quinoxalinyl, quinazolyl, indolyl, benzofuranyl, 
benzothiophenyl, and indazolyl; 

the group Hetar is selected chosen from the group consisting of : furyl, pyrrolyl, 
thienyl, thiazolyl, isothiazolyl, oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, 
pyridazinyl, pyrazinyl, pyridyl, pyrimidinyl, benzoimidazolyl, benzothiazolyl, 
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benzoxazolyl, quinolinyl, isoquinolinyl, quinoxalinyl, quinazolyl, indolyl, 

benzofuranyl, benzothiophenyl, and indazolyl. 

(Currently amended) An acylated 1 ,2,3,4-tetrahydronaphthyl amine according to 
the general formula (I) in any of its stereoisomeric forms or a mixture thereof in 
any ratio or a pharmaceutically acceptable salt thereo f according to c l aim 1 , 
whorcin in the formula ( I ) 



B O 




NT "R 5 
H (I) 



wherein R 1 is H, halogen or d-C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH 2 ; 
C is CH 2 or CH-CH 3 ; 

R 5 is selected chosen from the group consist i ng of : benzo[1 ,3]dioxol-5-yl, 2,2- 
difluoro-benzo[1 ,3]dioxol-5-yl, 2,3-dihydrobenzofuran-5-yl, 1-(4-chloro-phenyl)-5- 
trifluoromethyl-1 H-pyrazole-4-yl, 1-(4-fluoro-phenyl)-3,5-dimethyl-1 H-pyrazole-4- 
yl, 1H-benzotriazole-5-yl, 1 H-indole-4-yl, 1 H-indole-6-yl, 1 -isopropyl-2- 
trifluoromethyl- 1 H-benzoimidazole-5-yl, 1-methyl-3 -oxo- 1,2,3,4-tetrahydro- 
quinoxaline-6-yl, 1-phenyl-5-trifluoromethyl-1 H-pyrazole-4-yl, 2-(2-hydroxy- 
pyridin-4-yl)-1 H-benzoimidazole-5-yl, 2-(4-cyano-phenyl)-1 H-benzoimidazole-5- 
yl, 2,4-dimethyl-oxazole-5-yl, 2,4-dimethyl-pyrimidine-5-yl, 2,4-dimethyj-thiazole- 
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5- yl, 2,5-dimethyM H-pyrrole-3-yl, 2,5-dimethyl-1-phenyl-1H-pyrrole-3-yl, 2,5- 
dimethyl-1-pyridin-4-ylmethyl-1 H-pyrrolyl, 2,5-dimethyl-2H-pyrazole-3-yl, 2,6- 
dichloro-pyrid-3-yl, 2,6-dimethoxy-pyrid-3-yl, 2,6-dimethyl-pyrid-3-yl, 2-amino-4,6- 
dimethyl-pyrid-3-yl, 2-amino-6-chloro-pyrid-3-yl, 2-amino-pyrid-3-yl, 2-chloro-6- 
methyl-pyrid-3-yl, 2-chloro-pyrid-4-yl, 2-cyclopropyl-4-methyl-thiazoie-5-yl, 2- 
dimethylamino-4-methyl-thiazole-5-yl, 2-dimethylamino-pyrid-4-y!, 2-ethyl-5- 
methyl-2H-pyrazole-3-yl, 2-hydroxy-6-methyl-pyrid-3-yl, 2-methyl-1 H- 
benzoimidazole-5-yl, 2-methyl-3H-benzoimidazole-5-yl, 2-methyl-pyrid-3-yl, 2- 
methyl-6-trifluoromethyl-pyrid-3-yl, 2-methyl-thiazole-5-yl, 2-morpholinr4-yl- 
pyridin-4-yl, 2-morpholin-4-yl-pyrimidine-5-yl, 2-pyrrolidin-1 -yl-pyridin-4-yl, 3,5- 
dimethyl-1 H-pyrazole-4-yl, 3-amino-5,6-dimethyl-pyrazine-2-yl, 3-amino-5- 
methyl-pyrazine-2-yl, 3-amino-pyrazine-2-yl, 3H-benzoimidazole-5-yl, 1H- 
benzoimidazole-5-yl, 3-methyl-isoxazole-4-yl, 4,6-dimethyl-pyrid-3-yl, 4-amino-2- 
ethylsulfanyl-pyrimidine-5-yl, 4-amino-2-methyl-pyrimidine-5-yl, 4-methyl- 
thiazole-5-yl, pyridine-2-yl, pyridine-3-yl, pyridine-4-yl, 5-thiophen-2-yl-pyrid-3-yl, 
2-methyl-4-trifluoromethyl-thiazol-5-yl, 5,6,7,8-tetrahydro-quinoline-3-yl, 5 - 
amino-1-phenyl-1H-pyrazole-4-yl, 5-methyl-1-phenyl-1H-pyrazole-4-yl, 5-methyl- 
isoxazole-3-yl, 5-methyl-pyrid-3-yl, 5-methyl-pyrazine-2-yl, 6-chloro-pyrid-3-yl, 6- 
cyano-pyrid-3-yl, 6-dimethylamino-pyrid-3-yl, 6-ethynyl-pyrid-3-yl, 6- 
methoxymethyl-pyrid-3-yl, 6-methoxy-pyrid-3-yl, 6-methyl-2-methylamino-pyrid-3- 
yl, 6-methylaminp-pyrazine-2-yl, 6-methyl-pyrid-3-yl, 6-morpholin-4-yl-pyrid-3-yl, 

6- pyrrolidin-1-yl-pyrid-3-yl, imidazo[1 ,2-a]pyridine-2-yl, 6-trifluoromethyl-pyrid-3- 
yl, and pyrimidine-4-yl. 
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(Currently amended) A method of stimulating the expression of endothelial NO- 

synthase in a mammal, which method comprises administering te-said mammal a 

physiologically active amount of a compound according to the general formula (I) 

in any of its stereoisomeric forms or a mixture thereof in any ratio or a 

pharmaceutically acceptable salt thereof 



R 1 




wherein, in the formula (I), 

R 1 and R 4 are independently from each other Go l octod chosen from the group 
consist i ng of : 

H; unsubstituted and at least monosubstituted C r Ci 0 -alkyl, C 2 -Ci 0 -alkenyl and 
C 2 -Ci 0 -alkynyl, the substituents of which are se l ected chosen from tho group 
cons i sting of F, OH, CrC 8 -alkoxy, (Ci-C 8 -alkyl)mercapto, CN, COOR 6 , 
CONR 7 R 8 , and unsubstituted and at least monosubstituted phenyl and 
heteroaryl, the substituents of which are so l cctod chosen from tho group 
cons i st i ng of halogens, pseudohalogens, Ci-C 3 -alkyl, d-C 3 -alkoxy and CF 3 ; 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are se l ected chosen from the group cons i sting of halogens, 
pseudohalogens, d-C 3 -alkyl, CrCs-alkoxy and CF 3 ; R 9 CO; CONR 10 R 11 ; 
COOR 12 ; CF 3 ; halogens; pseudohalogens; NR 13 R 14 ; OR 15 ; S(0) m Ri 6 ; 
S0 2 NR 17 R 18 ; and N0 2 ; 
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R 2 and R 3 are independently from each other ooloctcd chosen from tho group 

cons i sting of : 

H; halogens; pseudohalogens; unsubstituted and at least monosubstituted Ci- 
Cio-alkyl the substituents of which are sc l octod chosen from the group cons i ot i ng 
ef-OH, phenyl, and heteroaryl; OH; Crdo-alkoxy; phenoxy; S(0) m R 19 ; CF 3 ; CN; 
N0 2 ; (Ci-Cio-alkyl)amino; di(Ci-Ci 0 -alkyl)amino;. (Ci-C 6 -alkyl)-CONH-; 
unsubstituted and at least monosubstituted phenyl-CONH- and phenyl-S0 2 -0-, 
the substituents of which are se l ected chosen from the group consisting of 
halogens, pseudohalogens, CH3 and methoxy; (CrC6-alkyl)S0 2 -0-; [■■■'* 
unsubstituted and at least monosubstituted (C r C 6 -alkyl)CO, the substituents of 
which are select e d chosen f rom the group consisting of F, di(C 1 -C 3 -alkyl)amino, 
pyrrolidinyl and piperidinyl; and phenyl-CO, the phenyl part of which can be 
substituted by one or more substituents chosen from the group consist i ng of d- 
C3-alkyl, halogens and methoxy; 

A is s ele cted chosen from tho group cons i st i ng of CH2, CHOH and CH-(Ci-C3- 
alkyl); 

B is so l octcd chosen f rom the group cons i sting of CH2 and CH-(CrC3-alkyl); 
C independently has the same meaning as B; 

R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 
or more substituents se l ected chosen from the group consist i ng of : halogens; 
pseudohalogens; NH 2 ; unsubstituted and at least monosubstituted C r Ci 0 -alkyl, 
C 2 -Cio-alkenyl, C 2 -Ci 0 -alkynyl, d-Cio-alkoxy, (CrCio-alkyl)amino, and di(Ci-C 10 - 
alkyl)amino, the substituents of which are selected chosen from the group 
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cono i Gting of F, OH, Ci-C 8 -alkoxy, aryloxy, (Ci-C 8 -alkyl)mercapto, NH2, (Ci-Cs- 

alkyl)amino, and di(Ci-C 8 -alkyl)amino; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; aryl-_ 

substituted C i-Ca -alkyl: ef-heteroaryl -substituted d-C 4 -alkyl; CF 3 ; N0 2 ; OH; 

phenoxy; benzyloxy; (C r C 10 -alkyl)COO; S(0) m R 20 ; SH; phenylamino; 

benzylamino; (d-C 10 -alkyl)-CONH-; (C r Cio-alkyl)-CON(Ci-C 4 -alkyl)-; phenyl- 

CONH-; phenyl-CON(C r C 4 -alkyl)-; heteroaryl-CONH-; heteroaryl-CON(d-C 4 - 

alkyl)-; (d-Cio-alkyl)-CO; phenyl-CO; heteroaryl-CO; CF3-CO; -OCH 2 0-; - 

OCF2O-; -OCH2CH2O-; -CH2CH2O-; COOR 21 ; CONR 22 R 23 ; CNH(NH 2 ); 

S0 2 NR 24 R 25 ; R 26 S0 2 NH-; R 27 S0 2 N(d-C 6 -alkyl)-; and saturated and at least 

monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 

containing 1 to 3 heteroatoms se l ected chosen f rom tho group consisting of N, O, 

and S, which heterocycles can be substituted by one or more substituents 

selected chosen f rom th e group consist i ng of halogens, CrC3-alkyl, C1-C3- 

alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 

condensed to-the said group Ar or-the said group Hetar; and wherein all aryl, 

heteroaryl, phenyl, aryl-containing, heteroaryl-containing and phenyl-containing 

groups, which are optionally present in-the said substituents of-the said group Ar 

or-the said group Hetar, can be substituted by one or more substituents se l ected 

chosen f rom the group cons i st i ng of halogens, pseudohalogens, Ci-e 3 -alkyl, OH, 

d-C 3 -alkoxy, and CF 3 ; 

R 6 is se l ected chosen from the group cons i sting of : 

H; Ci-Cio-alkyl, which can be substituted by one or more substituents se l ected 
chosen f rom the group cons i st i ng of F, Ci-Cs-alkoxy, and di(d-C8-alkyl)amino; 
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aryl-(d-C4-alkyl) and heteroaryl-(Ci-C 4 -alkyl), which can be substituted by one or 

more substituents se l ected chosen from the group consist i ng of halogens, C1-C4- 

alkoxy, and di(CrC6-alkyl)amino; 

R 7 is Gclcctcd chosen from the group consisting of : « 

H; CrCio-alkyl which can be substituted by one or more substituents sclcctod 

chosen f rom the group cons i st i ng of F, Ci-G 8 -alkoxy, di(CrC 8 -alkyl)amino and 

phenyl; phenyl; indanyl; and heteroaryl; and wherein each of the aforementioned 

aromatic groups can be unsubstituted or carry one or more substituents chosen 

from the group consist i ng of halogens, pseudohalogens, Ci-C3-alkyl, CrC 3 - 

alkoxy and CF3; 

R 8 is H or CrCio-alkyl; 

R 9 is so l cctcd chosen from the group cons i st i ng of : Ci-Cio-alkyl which can be 

unsubstituted or carry one or more substituents chosen from the group cons i sting 

ef: F, (Ci-C 4 )-alkoxy, di(Ci-C 3 -alkyl)amino; and unsubstituted and at least 

monosubstituted phenyl and heteroaryl, the substituents of which are s e l ected 

chosen f rom the group consist i ng of d-Ca-alkyl, Ci-C 3 -alkoxy, halogens, 

pseudohalogens, and CF 3 ; 

R 10 independently has the same meaning as R 7 ; 

R 11 independently has the same meaning as R 8 ; 

R 12 independently has the same meaning as R 6 ; 

R 13 is se l ected chosen f rom the group cons i sting of : H; Ci-C 6 -alkyl; 

unsubstituted and substituted phenyl, benzyl, heteroaryl, (CrC 6 -alkyl)-CO, 

phenyl-CO, and heteroaryl-CO, the substituents of which are se l ected c hosen 
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from tho group conG i st i ng of halogens, pseudohalogens, Ci-C 3 -alkyl, C r C 3 - 

alkoxy, and CF3, and wherein one or more of these substituents can be present; 

R 14 independently has the same meaning as R 13 ; 

R 15 is GQloctod chosen f rom tho group cons i st i ng of : H; Ci-Ci 0 -alkyl; (C1-C3- 
alkoxy)-C r C 3 -alkyl; and substituted and unsubstituted benzyl, phenyl and 
heteroaryl, the substituents of which are so l octod c hosen f rom tho group 
cons i st i ng of halogens, pseudohalogens, d-Gralkyl, Ci-C 3 -alkoxy, and CF 3 , and 
wherein one or more of these substituents can be present; 
R 16 is so l octod chosen from tho group cons i st i ng of : d-Cio-alkyl which can be 
substituted by one or more substituents so l octod chosen f rom tho gro up- 
consist i ng of F, OH, CrCa-alkoxy, aryloxy, (Ci-C 8 -alkyl)mercapto, (Ci-C 8 - 
alkyl)amino and di(Ci-C 8 -alkyl)amino; CF 3 ; and substituted and unsubstituted 
phenyl and heteroaryl, the substituents of which are soloctod chosen f rom tne- 
group consist i ng of halogens, pseudohalogens, CrC 3 -alkyl, d-C 3 -alkoxy and 
CF 3 , and wherein one or more of these substitutents can be present; 
R 17 independently has the same meaning as R 7 ; 
R 18 independently has the same meaning as R 8 ; 
R 19 independently has the same meaning as R 16 ; 
R 20 independently has the same meaning as R 16 ; 
R 21 independently has the same meaning as R 6 ; 
R 22 independently has the same meaning as R 7 ; 
R 23 independently has the same meaning as R 8 ; 
R 24 independently has the same meaning as R 7 ; 



-19- 



U.S. Patent Application No.: 10/073,307 
New Attorney D cket No.: 02481.1830 

R 25 independently has the same meaning as R 8 ; 

R 26 independently has the same meaning as R 16 ; 

R 27 independently has the same meaning as R 16 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms se l cctod chosen f rom th e group cons i st i ng 

ef-N, O. andS; 

the group Hetar is a 5 to 10-membered, aromatic; mono- or bicyclic heterocycle 
containing one or more heteroatoms seteeted -chosen from tho group consisting 
ef-N, O, and S; 

aryl is phenyl, naphth-1-yl or naphth-2-yl; 

the group Ar is phenyl, naphth-1 -yl or naphth-2-yl; and 

m is 0, 1 or 2. 

(Currently amended) The method according to claim 6, wherein in the formula (I) 
R 1 is se l ected chosen f rom the group consist i ng of : H; Ci-C 4 -alkyl; d-C 4 -alkoxy; 
CF 3 ; halogens; pseudohalogens; (Ci-C 4 -alkyl)-S(0) m -; and unsubstituted and at 
least monosubstituted phenyl and heteroaryl, the substituents of which are 
se l ected c hosen from tho group cons i st i ng of halogens, pseudohalogens, C1-C3- 
alkyl, Ci-C 3 -alkoxy and CF3, and wherein heteroaryl is soloctod chosen f rom-4he- 
group consist i ng of 5- and 6-membered heterocycles containing one or more 
heteroatoms chosen from tho group cons i sting of N, Q, and S; 
R 2 and R 3 are independently from each other se l cctod chosen f rom the group 
cons i st i ng of : H; halogens; pseudohalogens; and Ci-C3-alkyl; 
R 4 independently has the same meaning as R 1 ; 
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A is se l ected chosen f rom the group cons i st i ng of CH2 and CHOH; 

B and C are independently from each other se l ected chosen f rom the group 



R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 
or more substituents se l ected chosen from the group consist i ng of : halogens; 
CN; NH 2 ; unsubstituted and at least monosubstituted Ci-C 8 -alkyl, C 2 -C 8 -alkenyl, 
C 2 -C 8 -alkynyl, Ci-C 8 -alkoxy, (C r C 8 -alkyl)amino, and di(Ci-C 8 -alkyl)amino, the 
substituents of which are selected chosen f rom the group cons i sting of F, d-C 6 - 
alkoxy, phenoxy, (Ci-C 6 -alkyl)mercapto, NH 2 , (CrC 6 -alkyl)amino, and di(CrC 6 - 
alkyl)amino; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; phenyl- substituted C r C?-alkvl; 
eMieteroaryl-substituted Ci-C 2 -alky|; CF 3 ; OH; phenoxy; benzyloxy; (GrC 6 - 
alkyl)COO; S(0) m (C r C 6 )-alkyl; S(0) m -phenyl; S(0) m -heteroaryl; SH; * 
phenylamino; benzylamino; (C r C 6 -alkyl)-CONH-; (Ci-C 6 -alkyl)-CON(CrC 4 - 
alkyl)-; phenyl-CONH-; phenyl-CON(C r C 4 -alkyl)-; heteroaryl-CONH-; heteroaryl- 
CON(Ci-C 4 -alkyl)-; (C r C 6 -alkyl)-CO; phenyl-CO; heteroaiyl-CO; CF3-CO; - 
OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(C r C 6 -alkyl); -CONH 2 ; - 
CONH(C r C 6 -alkyl); -CON(di(C r C 6 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(C r C 6 - 
alkyl); -S0 2 NH(phenyl); -S0 2 N(di(C r C 6 -alkyl)); (CrC 6 -alkyl)S0 2 NH-; (CrC 6 - 
alkyl)S0 2 N(C r C 6 -alkyl)-; phenyl-S0 2 NH-; phenyl-S0 2 N(Ci-C 6 -alkyl)-; heteroaryl- 
S0 2 NH-; heteroaiyl-S0 2 N(CrC 6 -alkyl)-; and saturated and at least 
monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 
containing 1 to 3 heteroatoms selected chosen f rom the group cons i sting of N, O 
and S, which heterocycles can be substituted by one or more substituents 
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se l ected chosen from the group cons i st i ng of halogens, CrC3-alkyl, C1-C3- 

alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 

condensed to-the said group Ar or-toe said group Hetar; and wherein ail 

heteroaryl, phenyl, heteroaryl-containing and phenyl-containing groups, which 

are optionally present in-the said substituents of-the said group Ar or-tbe said 

group Hetar, can be substituted by one or more substituents so l cctod chosen 

from the group consist i ng of halogens, pseudohalogens* CrCs-alkyl, OH, C1-C3- 

alkoxy, and CF3; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one or more heteroatoms s el ect e d chosen f rom the group cons i st i ng 
ef-N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one or more heteroatoms solcctcd chosen f rom the group con si st i ng - 
ef-N, O, andS; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and 
m is 0 or 2. 

(Currently amended) The method according to claim 6, wherein in the formula (I) 
R 1 is H, halogen, or Ci-C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A is CH 2 ; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or 
more substituents so l cctcd c hosen f rom the group cons i st i ng of : halogens; CN; 
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NH 2 ; unsubstituted and at least monosubstituted Ci-C 6 -a!kyl, C 2 -C 6 -alkenyl, C 2 - 

Ce-alkynyl, C^Cs-alkoxy, (Ci-C 4 -alkyl)amino, and di(d-C 4 -a!kyl)amino, the 

substituents of which are ocloctod chosen f rom the group cons i st i ng of F, C1-C3- 

alkoxy, (CrC 3 -alkyl)mercapto, and NH 2 ; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; 

phenvl- substituted C r C?-alkyl; epheteroaryl- substituted Ci-C 2 -alkyl; CF 3 ; OH; 

(CrC 4 -alkyl)COO; S(0) m (C 1 -C 4 )-alkyl; (C r C 4 -alkyl)-CONH-; (Ci-C 4 -alkyl)- 

CON(Ci-C 4 -alkyl)-; (Ci-C 4 -alkyl)-CO; phenyUCO;heteroaryl-CO; CF 3 -CO; - 

OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(C r e 6 -alkyl); -CONH 2 ; - 

CONH(C r C 4 -alkyl); -CON(di(Ci-C 4 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(Ci-C 4 - 

alkyl); -S0 2 NH(phenyl); -S0 2 N(di(Ci-C 4 -alkyl)); (d-d-alkyOSO^H-; (d-C 4 - 

alkyl)S0 2 N(C r C 4 -alkyl)-; and saturated and at least monounsaturated aliphatic, 

mononuclear 5- to 7-membered heterocycles containing 1 to 3 heteroatoms 

se l octed chosen f rom the group consisting of N, O, and S, which heterocycles 

can be substituted by one or more substituents se l ected c hosen from th e group 

consisting of halogens, CrC 3 -alkyl, C r C 3 -alkoxy, OH, oxo and GF 3 , and wherein 

said heterocycles can optionally be condensed to the-said phenyl orthe-said 

group Hetar; and wherein all heteroaryl, phenyl, heteroaryl-containing and 

phenyl-containing groups, which are optionally present in the-said substituents of 

the-said phenyl or the-said group Hetar, can be substituted by one or more 

substituents ; soloctod chosen f rom tho group consist i ng of halogens, 

pseudohalogens, Ci-C 3 -alkyl, OH, C r C 3 -alkoxy, and CF 3 ; 
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heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one, two or three heteroatoms scloctod chosen f rom tho group 

consist i ng of N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 
containing one, two or three heteroatoms se le cted chosen f rom th e group 
cons i st i ng of N, O, and S; and 
m is 0 or 2. 

(Currently amended) The method according to claim 6, wherein in the formula (I) 
R 1 is H, halogen, or C r C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH 2 ; 
C is CH 2 or CH-CH 3 ; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or 
more substituents sc l octod chosen f rom the group cons i sting of : F; CI; Br; C1-C3- 
alkyl; C r C 3 -alkoxymethyl; 2-amino-3,3,3-trifluoro-propyl-; CF 3 ; C 3 -C 5 -alkandiyl; 
phenyl; heteroaryl; benzyl; heteroaryl-methyl; OH; d-C 3 -alkoxy; phenoxy; 
trifluoromethoxy; 2,2,2-trifluoroethoxy; (C r C 4 -alkyl)COO; (d-Cs-alkyOmercapto; 
phenylmercapto; (d-C 3 -alkyl)sulfonyl; phenylsulfonyl; NH 2 ; (d-C 4 -alkyl)amino; 
di(C r C 4 -alkyl)amino; (Ci-C 3 -alkyl)-CONH-; (C r C 3 -alkyl)-S0 2 NH-; (d-C 3 -alkyl)- 
CO; phenyl-CO; -OCH 2 0-; -OCF 2 0-; -CH 2 CH 2 0-; COO(Ci-C 4 -alkyl); -CONH 2 ; - 
CONH(d-C 4 -alkyl); -CON(di(d-C 4 -alkyl)); CN; -S0 2 NH 2 ; -S0 2 NH(Ci-C 4 -alkyl); - 
S0 2 N(di(d-C 4 -alkyl)); pyrrolidinyl; piperidinyl; morpholinyl; and thiomorpholinyl; 
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and wherein all heteroaryl, phenyl, heteroaryl-containing and phenyl-containing 

groups, which are optionally present in-the said substituents of-the said phenyl or- 

the said group Hetar, can be substituted by one or more substituents s e l ected 

chosen f rom the group cons i sting o f halogens, pseudohalogens, Ci-0 3 -alkyl, OH, 

Ci-C 3 -alkoxy, and CF 3 ; 

heteroarvl is seteeted- chosen f rom tho group cono i oting of : furyl, pyrrolyl, thienyl, 
thiazolyl, isothiazolyl, oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, 
pyrazinyl, pyridyl, pyrimidinyl, benzoimidazolyl, benzothiazolyl, benzoxazolyl, 
quinolinyl, isoquinolinyl, quinoxalinyl, quinazolyl, indolyl, benzofuranyl, 
benzothiophenyl, and indazolyl; 

the group Hetar is soloctod chosen f rom the group consisting of : furyl, pyrrolyl, 
thienyl, thiazolyl, isothiazolyl, oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, 
pyridazinyl, pyrazinyl, pyridyl, pyrimidinyl, benzoimidazolyl, benzothiazolyl, 
benzoxazolyl, quinolinyl, isoquinolinyl, quinoxalinyl, quinazolyl, indolyl, 
benzofuranyl, benzothiophenyl, and indazolyl. 

(Currently amended) The method according to claim 6, wherein in the formula (I) 
R 1 is H, halogen or d-C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH 2 ; 
CisCH 2 orCH-CH 3 ; 

R 5 is soloctod chosen f rom the group consist i ng of : 4-fluorophenyl, 4- 
chlorophenyl, 4-bromophenyl, 4-(CrC 3 -alkoxy)-phenyl, 4-trifluoromethoxyphenyl, 
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2- bromo-4-fluorophenyl, 2-chloro-4-fluorophenyl, 3,4-dimethylphenyl, 2,4- 
dimethylphenyl, 4-chloro-2-methylphenyl, 2-hydroxy-4-methylphenyl, 2-hydroxy- 
4-ethoxyphenyl, 2-methoxy-4-methylphenyl, 4-phenoxyphenyl, 3-fluoro-4- 
methylphenyl, benzo[1 ,3]dioxol-5-yl, 2,2-difluoro-benzo[1 ,3]dioxol-5-yl, 2,3- 
dihydrobenzofuran-5-yl, 1-(4-chloro-phenyl)-5-trifluoromethyl-1 H-pyrazole-4-yl, 1 - 
(4-fluoro-phenyl)-3,5-dimethyl-1H-pyrazole-4-yl, 1H-benzotriazole-5-yl, 1H- 
indole-4-yl, 1 H-indole-6-yl, 1 -isopropyl-2-trifluoromethyl- HH-benzoimidazole-5- 
yl, 1-methyl-3-oxo-1 ,2,3,4-tetrahydro-quinoxaline-6-yl, 1-phenyl-5-trifluoromethyl- 
1 H-pyrazole-4'-yl, 2-(2-hydroxy-pyridin-4-yl)-1 H-benzoimidazole-5-yl, 2-(4-cyano-^ 
phenyl)- M H-benzoimidazole-5-yl, 2,4-dimethyl-oxazole-5-yl, 2,4-dimethyl- 
pyrimidine-5-yl, 2,4-dimethyl-thiazole-5-yl, 2,5-dimethyl-1 H-pyrrole-3-yl, 2,5- 
dimethyl-1-phenyl-1H-pyrrole-3-yl, 2,5-dimethyl-1-pyridin-4-yrmethyl-1H-pyrrolyl, 

2.5- dimethyl-2H-pyrazole-3-yl, 2,6-dichloro-pyrid-3-yl, 2,6-dimethoxy-pyrid-3-yl, 

2.6- dimethyl-pyrid-3-yl, 2-amino-4,6-dimethyl-pyrid-3-yl, 2-amino-6-chloro-pyrid- 

3- yl, 2-amino-pyrid-3-yl, 2-chloro-6-methyl-pyrid-3-yl, 2-chloro-pyrid-4-yl, 2- 
cyclopropyl-4-methyl-thiazole-5-yl, 2-dimethylamino-4-methyl-thiazole-5-yl, 2- 
dimethylamino-pyrid-4-yl, 2-ethyl-5-methyl-2H-pyrazole-3-yl, 2-hydroxy-6-methyl- 
pyrid-3-yl, 2-methyl-1 H-benzoimidazole-5-yl, 2-methyl-3H-benzoimidazole-5-yl, 
2-methyl-pyrid-3-yl, 2-methyl-6-trifluoromethyl-pyrid-3-yl, 2-methyl-thiazole-5-yl, 

2- morpholin-4-yl-pyridin-4-yl, 2-morpholin-4-yl-pyrimidine-5-yl, 2-pyrrolidin-1-yl- 
pyridin-4-yl, 3,5-dimethyl-1H-pyrazole-4-yl, 3 -amino- 5,6-dimethyl-pyrazine-2-yl, 

3- amino-5-methyl-pyrazine-2-yl, 3-amino-pyrazine-2-yl, 3-dimethylamino-4- 
methyl-phenyl, 3-dimethylamino-phenyl, 3H-benzoimidazole-5-yl, 1H- 
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benzoimidazole-5-yl, 3-methanesulfonylamino-2-methyl-phenyl, 3- 

methanesulfonylamino-phenyl, 3-methyl-isoxazole-4-yl, 3-morpholin-4-yl-phenyl, 

3-piperidin-1-yl-phenyl, 3-pyrrolidin-1-yl-phenyl, 4-(2,2,2-trifluoro-ethoxy)-phenyl, 

4,6-dimethyl-pyrid-3-yl, 4-amino-2-ethyl sulfanyl-pyrimidine-5-yl, 4-amino-2- 

methyl-pyrimidine-5-yl, 4-chloro-3-methanesulfonylamino-phenyi, 4-chloro-3- 

sulfamoyl-phenyl, 4-methyl-3-methylamino-phenyl, 4-methyl-thiazole-5-yl, 

pyridine-2-yl, pyridine-3-yl, pyridine-4-yl, 5-thiophen-2-yl-pyrid-3-yl, 2-methyl-4- 

trifluoromethyl-thiazol-5-yl, 5,6,7,8-tetrahydro-quinoline-3-yl, 5-amino-1 -phenyl- 

1 H-pyrazole-4-yl, 5-methanesulfonyl-2-methyl-phenyl, 5-methyl-1-pheriyl-1 H- 

pyrazole-4-yl, 5-methyl-isoxazole-3-yl, 5-methyl-pyrid-3-yl, 5-methyl-pyrazine-2- 

yl, 6-chloro-pyrid-3-yl, 6-cyano-pyrid-3-yl, 6-dimethylamino-pyrid-3-yl, 6-ethynyl- 

pyrid-3-yl, 6-methoxymethyl-pyrid-3-yl, 6-methoxy-pyrid-3-yl, 6-methyl-2- 

methylamino-pyrid-3-yl, 6-methylamino-pyrazine-2-yl, 6-methyl-pyrid-3-yl, 6- 

morpholin-4-yl-pyrid-3-yl, 6-pyrrolidin-1 -yl-pyrid-3-yl, imidazo[1 ,2~a]pyridine-2-yl, 

6-trifluoromethyl-pyrid-3-yl, and pyrimidine-4-yl. 

(Original) The method according to claim 6, wherein the mammal is a human. 
(Currently amended) T-he A_method of treating m-a mammal suffering from a 
disease chosen f rom the group consist i ng of card i ovascu l ar d i seases, stable ep 
and unstable angina pectoris, coronary heart disease, Prinzmetal angina, acute 
coronary syndrome, heart failure, myocardial infarction, stroke, thrombosis, 
peripheral artery occlusive disease, endothelial dysfunction, atherosclerosis, 
restenosis, endothelial damage after PTCA, hypertension, cssontiol 
hypertens i on, pulmonary hypertension, secondary hypertens i on, renovascular 
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hypertension, chronic glomerulonephritis, erectile dysfunction, ventricular 
arrhythmia, diabetes, diabetes complications, nephropathy, ret i nopathy, 
angiogenesis, asthma bronchiale, chronic renal failure, cirrhosis of the liver, 
osteoporosis, diseases with symptoms of restricted memory performance and/ or 
a restricted ability to learn, or the l ower i ng of card i ovascu l ar r i sk of 
postmenopausal women or after i ntake of contracept i ves, which method 
comprises administering to said mammal a physiologically active amount of a 
compound according to the general formula (I) as defined i n c l aim 6 , in any of its 
stereoisomeric forms or a mixture thereof in any ratio or a pharmaceutical^ 
acceptable salt thereof 



wherein, in the formula (I), 

R 1 and R 4 are independently from each other chosen from : 
H: unsubstituted and at least monosubstituted C i-Cin -alkvl. C?-C i n-alkenvl and 
C?-C in-alkvnvl. the substituents of which are chosen from F, OH, Ci-C fi -alkoxv, 
(C i-Cs-alkyDmercapto, CN, COOR 6 , CONR 7 R 8 . and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are chosen 
from halogens, pseudohaloqens, C i-C g-alkyl, C i-Cj -alkoxv and CF 3 ; 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 




H 



(I) 
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substituents of which are chosen from halogens, pseudohalogens, Ci-Ca-alkyl, 

C r C y alkoxv and CR; R 9 CQ; CONR 10 R 11 ; COOR 12 ; CF 3 ; halogens; 

pseudohalogens; NR 13 R 14 ; OR 15 ; S(Q) m Ri fi ; SO?NR 17 R 18 ; and NQ 2 ; 

R 2 and R 3 are independently from each other chosen from: •< 

H; halogens; pseudohalogens; unsubstituted and at least monosubstituted Ci- 

C in-alkvl the substituents of which are chosen from OH. phenyl, and heteroarvl; 

OH; C i-Cin -alkoxv: phenoxv; S(0) m R 19 : CF a : CN; NO?; (C i-Cin -alkvnamino; 

di(Ci-Cin-alkvl)amino; (C i-Cg -alkvl)-CONH-; unsubstituted and at least 

monosubstituted phenvl-CONH- and phenvl-SOp-6-. the substituents of which 

are chosen from halogens, pseudohalogens. CH a and methoxy; (Ci -C fi - 

alkvnSO?-Q-; unsubstituted and at least monosubstituted (C i-Cg -alkyDGO. the 

substituents of which are chosen from F. di(C i-C i r alkyl)amino. pyrrolidinyl and 

piperidinvl; and phenvl-CO. the phenyl part of which can be substituted by one or 

more substituents chosen from C i-Ca -alkvl. halogens and methoxy; 

A is chosen from CH?, CHOH and CH-(C i-C, 3 -alkyl); 

B is chosen from CH? and CH-(C i-Ca -alkyl); 

C independently has the same meaning as B; 

R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 
or more substituents chosen from: halogens; pseudohalogens; NH?; 
unsubstituted and at least monosubstituted C i-Cio -alkyl. C g-Cio -alkenyl. C 2-C10- 
alkvnyl. C i-d n-alkoxv. (C i-Cio -alkvl)amino, and di(C i-Ci o-alkyl)amino, the 
substituents of which are chosen from F. OH. C i-C »-alkoxv. arvloxv. (Ci-C ft - 
alkvDmercapto. NHg. (C i-C g-alkvDamino, and di(C i-C» -alkvl)amino; Ca -Cs- 
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alkandiyl; phenyl; heteroarvl; arvl-substituted C i-C 4 -alkvl; heteroarvl -substituted 

C r C £ -alkvl: CF. : NO z : OH: phenoxv; benzvloxv; (C i-Cm -alkvl)COO; S(Q) m R 20 ; 

SH: phenvlamino; benzvlamino; (C r Cin -alkvlVCONH-; (C i-Ci ft-alkvn-CON(Ci- 

Oi-alkvl)-; phenvl-CONH-; phenvl-C0N(C i-C4 -alkvn-; heteroarvl-CONH-; 

heteroarvl-CON(C i-C 4 -alkvl)-; (C i-Cin -alkvn-CO; phenvl-CO; heteroarvl-CO; CF 3 - 

CO: -OCH ? Q-; -OCF ? Q-; -OCH ?CH ? Q-; -CH? CH? Q-: COOR 21 ; CONR 22 R 23 ; 

CNH(NH?): SO z NR 24 R 25 ; R 26 SO ? NH-; R 27 SO ? N(Ci-C fi -alkvn-; and saturated and 

at least monounsaturated aliphatic, mononuclear 5- to 7-membered heterocvcles 

containing 1 to 3 heteroatoms chosen from N. O. and S. which heterocvcles can 

be substituted by one or more substituents chosen from halogens. Ci-C3-alkyl, 

C r Cj-alkoxy, OH. oxo and CF g . and wherein said heterocvcles can optionally be 

condensed to said group Ar or said group Hetar: and wherein all aryl. heteroarvl, 

phenyl, aryl-containing, heteroarvl-containing and phenvl-containing groups, 

which are optionally present in said substituents of said group Ar or said group 

Hetar. can be substituted by one or more substituents chosen from halogens. 

pseudohalogens, C i-C- ralkvl, OH, C i-C^ -alkoxv, and CF a ; 

R 6 is chosen from: 

H: Ci-Cin-alkvl, which can be substituted by one or more substituents chosen 
from F. C i-C R-alkoxv. and di(C i-C» -alkvl)amino: aryl-(C i-C 4 -alkvn and heteroarvl- 
(Ci-C ^-alkvD. which can be substituted by one or more substituents chosen from 
halogens. C i-C4 -alkoxv, and di(C i-Cfi -alkvl)amino; 
R 7 is chosen from: 
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H; Ci-Cin -alkvl which can be substituted by one or more substituents chosen 

from F, C i-C g-alkoxv, di(C irCa -alkvl)amino and phenyl; phenyl; indanyl; and 

heteroaryl; and wherein each of the aforementioned aromatic groups can be 

unsubstituted or carry one or more substituents chosen from halogens. 

pseudohalogens. C i-Cg -alkvl. C i-Ca -alkoxv and CF 3 ; 

R 8 is H or C r Ci n-alkvl; 

R 9 is chosen from: C i-C-t n-alkyl which can be unsubstituted or carry one or more 
substituents chosen from: F, (C r C4 )-alkoxv, di(C i-C a-alkvl)amino; and 
unsubstituted and at least monosubstituted phenyl and heteroar yl, the V 
substituents of which are chosen from C i-C a-alkyl, C i-Cg -alkoxv. halogens, 
pseudohalogens. and CFa; 
R 10 independently has the same meaning as R 7 ; 
R 11 independently has the same meaning as R 8 ; 
R 12 independently has the same meaning as R 6 ; 

R 13 is chosen from: H; C i-C g-alkvl; unsubstituted and substituted phenyl, benzyl, 
heteroaryl. (C i-Cfi -alkvD-CO, phenvl-CO. and heteroarvl-CO. the substituents of 
which are chosen from halogens, pseudohalogens. C i-C a-alkvl, C i-Ca -alkoxv. 
and CFg. and wherein one or more of these substituents can be present; 
R 14 independently has the same meaning as R 13 ; 

R 15 is chosen from: H; C i-Ci n-alkvl; (C i-Cg -alkoxv)-C i-Ca -alkvl; and substituted 
and unsubstituted benzyl, phenyl and heteroaryl. the substituents of which are 
chosen from halogens, pseudohalogens, C ^-Cg -alkvl, C i-Cg -alkoxv, and CFg . and 
wherein one or more of these substituents can be present; 
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R 16 is chosen from: C r Cin -alkyl which can be substituted by one or more 

substituents chosen from F, OH, C i-C s-alkoxv. aryloxv, (C i-C ft-alkvhmercapto, 

(Ci-Cg -alkyDamino and di(C i-C g-alkvl)amino; CF^: and substituted and 

unsubstituted phenyl and heteroarvl, the substituents of which are chosen from 

halogens, pseudohalogens, C i-Cg -alkvl. Ci -C yalkoxv and CF ? . and wherein one 

or more of these substitutents can be present; 



R 17 


independently has the same meaning as R ; 


R 18 


independently has the same meaninq as R 8 ; 


R 19 


independently has the same meaninq as R 16 ; 


R 20 


independently has the same meaninq as R 16 ; 


R 21 


independently has the same meaninq as R 6 ; 


R 22 


independently has the same meaninq as R 7 ; 


R 23 


independently has the same meaninq as R 8 ; 


R 24 


independently has the same meaninq as R 7 ; 


R 25 


independently has the same meaninq as R 8 ; 


R 26 


independently has the same meaninq as R 16 ; 


R 27 


independently has the same meaninq as R 16 ; 



heteroarvl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

aryl is phenyl naphth-1-yl or naphth-2-yl; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and 
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m is 0, 1 or 2; 



wherein the physiologically active amount of the compound according to the 
general formula (I) in any of its stereoisomeric forms or a mixture thereof in any 
ratio or a pharmaceutical^ acceptable salt thereof stimulates the expression of 
endothelial NO-synthase in the mammal . 

(Currently amended) The method of treat i ng in o mammal a disease from the 



group cons i st i ng of card i ovascu l ar diseases, stab le or unstable angina pector i s, 
coronary heart d i sease, Pr i nzmetal ang i na, acute coronary syndromo, hoort 
failure, myocardia l i nfarct i on, stroke, thrombosis, per i phera l artory occ l us i ve 
d i sease, endothe l ial dysfunction, atherosc le rosis, restenosis, endothelia l damage 



after PTCA, hypertension, ess e nt i a l hypertension, pu l monary hypertension, 
secondary hypertension, renovascular hypertens i on, chronic g l omerulonephr i tis, 
erect il e dysfunction, ventricular arrhythmia, diabetes, diabetes comp li cat i ons, 
nephropathy, retinopathy, angiogenosis, asthma bronch i a l o, chronic rena l failure, 



c i rrhos i s of the li ver, osteoporosis, restr i cted memory performance or a restr i cted 
ab ili ty to l earn, or the lower i ng of cardiovascular risk of postmenopausa l women 
or after i ntake of contracept i ves, wh i ch method comprises administering to sa i d 



mamma l a phy s io l og i ca l ly active amount of a compound accord i ng to the general 
formu l a (I) as defined i n c l a i m 7, i n any of i ts stcrcoioomoric forms or a m i xture 
thereof i n any ratio or a pharmac e ut i ca l ^ acceptab le sa l t thereof, according to 
claim 12, wherein the compound according to the general formula (I) is chosen 
from compounds of the general formula (I), wherein 



-33- 



U.S.Pat nt Application No.: 10/073,307] 
New Attorney Dock t No.: 02481.1830 

R 1 is chosen from: H; C i-CU -alkyl; C i-Ct -alkoxv; CF 3 ; halogens; 

pseudohaloqens; (C i-C4 -alkyl)-S(0)m-; and unsubstituted and at least 

monosubstituted phenyl and heteroaryl, the substituents of which are chosen 

from halogens, pseudohaloqens, C i-Ca -alkvl. C i-C a-alkoxv and CFa. and wherein 

heteroaryl is chosen from 5- and 6-rnembered heterocvcles containing one or 

more heteroatoms chosen from N. O. and S; 

R 2 and R 3 are independently from each other chosen from: H; halogens; 

pseudohalogens; and C i-Cg -alkvl; 

R 4 independently has the same meaning as R 1 ; 

A is chosen from CH? and CHOH; 

B and C are independently from each other chosen from CH? and CH-CI-h; 
R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 
or more substituents chosen from: halogens: GN; NH?; unsubstituted and at 
least monosubstituted C i-Ca -alkyl, C? -C g-alkenvl, C?-C a -alkvnyl, C i-C fl -alkoxv, 
(Ci -Cg-alkyDamino, and di(C i-Cn -alkv0amino, the substituents of which are 
chosen from F, C i-C fi -alkoxy. phenoxv. (C i-Cfi -alkvl)mercapto, NH ? . (Ci-Cfi- 
alkvOamino, and di(C i-C fi-alkyl)amino; Ca -Cs -alkandiyl: phenyl; heteroaryl; 
phenvl-substituted C r C?-alkvl; heteroarvl-substituted C i -Cg-alkvl; CF g ; OH; 
phenoxv; benzvloxv; (C i-C fi -alkvl)COO; S(OU Ci-Cfi )-alkvl; S(Q) m -phenvl; S(Q) m : 
heteroaryl; SH; phenylamino; benzvlamino; (C i-Cfi -alkvl)-CONH-; (G r Cfi-alkyl)- 
C0N(Ci-C 4-alkvl)-; phenyl-CONH-; phenvl-C0N(C i-C 4 -alkvl)-; heteroaryl-CQNH- ; 
heteroaryl-CON(C r C4 -alkvl)-; (C i-C g-alkvD-CO; phenyl-CO; heteroarvl-CO; CF r 
CQ: -OCH^O-; -OCF ? Q-; -OCH ? CH ? Q-; -CH ? CH?Q-; COO(C i-C g-alkvl); -CONH ? ; 
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-CONH(C i-C g-alkvl); -CON(di(C r Cg -alkvl)); CNH(NHg); -SO?NH?; -SO z NH(Ci-Cb- 

alkyl); -SOgNHfphenvl); -SO?N(di(C r Cg -alkvm; (C r Cg -alkvl)SO?NH-; (Ci-C fi - 

alkvl)S0 2 N(C r C g-alkvl)-; phenyl-SOgNH-; phehvl-SOgNfC i-C g-alkvl)-; heteroaryl- 

SO?NH-; heteroaryl-SOgNfC i-C g-alkyl)-; and saturated and at least 

monounsaturated aliphatic, mononuclear 5- to 7-membered heterocvcles 

containing 1 to 3 heteroatoms chosen from N, O, and S, which heterocycles can 

be substituted by one or more substituents chosen from halogens, C i-Cg -alkyl, 

Ci-Cg -alkoxy, OH, oxo and CF s , and wherein said heterocvcles can optionally be 

condensed to said group Ar or said group Hetar; and wherein all heteroarvl, 

phenyl, heteroaryl-containing and phenyl-containing groups, which are optionally 

present in said substituents of said group Ar or said group Hetar, can be 

substituted by one or more substituents chosen from halogens, pseudohalogens, 

C r Cg-alkyi, OH, C r Cg -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Ar is phenyl, naphth-1-vl or naphth-2-vl; and 

m is 0 or 2. 

(Currently amended) The method of treat i ng i n a mamma l a d i seas e from tho 
group consist i ng of cardiovascular diooasos, stable or unstab l e angina pectoris, 
coronary heart d i sease, Pr i nzmeta l angina, acuto coronary syndrome, hoart 
fa il ure, myocardia l infarction, stroke, thrombos i s, per i phera l artery occlus i ve 
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disease, endothe li al dysfunction, athcroGclcroo i o, restenos i s, endothelia l damage 
after PTCA, hypertens i on, essentia l hypertension, pu l monary - hypertension, 
secondary hypertension, renovascu l ar hypertension, chronic g l omeru l onephr i t i s, 
erectile dysfunction, ventr i cular arrhythm i a, d i abetes, d i abetes comp l icat i ons, 
n e phropathy, ret i nopathy, angiog e n e s i s, asthma bronchial o , chron i c rena l fa il ure, 
c i rrhos i s of the l iver, osteoporosis, restr i cted memory performance or a restr i cted - 
ab i lity to loam, or the l owering of card i ovascu l ar r i sk of postmenopausa l women 
or after intake of contracept i ves, which method compr i ses adm i n i ster i ng to sa i d 
mammal a phys i ologica l ly act i ve amount of a compound accord i ng to th e g e neral 
formula ( I ) as def i ned i n c l a i m 8, in any of its stcrco i somcr i c forms or a m i xture 
thnroof i n any ratio or a pharmaceutical^ acceptab l e salt thereof, according to 
claim 12, wherein the compound according to. the general formula (I) is chosen 
from the compounds of the general formula (I), wherein 
R 1 is H. halogen, or d -C a-alkvl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A is CH? ; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or 
more substituents chosen from: halogens; CN; NH ? ; unsubstituted and at least 
monosubstituted C i-Cfi -alkvl. C? -Cg -alkenyl, C r Cg -alkvnvl. C i-Cs -alkoxv, (C1-C4- 
alkvOamino, and difC i-Ct -alkvOamino, the substituents of which are chosen from 
F, Ci-Cg -alkoxy, (C i-Cg -alkvDmercapto, and NH ?; Cg-Cg -alkandivl: phenyl; 
heteroaryl; phenvl-substituted Ci-C?-alkvl; heteroarvl- substituted C i -C?-alkvl; 
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CF a ; OH; (C r C4 -alkvl)COO; SfOU Ci-G Q-alkvl; (C i-Ca -alkvD-CONH-; (C1-C4- 

alkyl)-CON(C i-C4 -alkyl)-; (C r C r alkvlVCQ; phenvl-CQ; heteroaryl-CO; CF3-CO; - 

OChbO-; -OCF7O-; -QCH ? CH 2 0-; -CH?CH?Q-; COO(C r C g-alkvl);-CONH ? ; - 

CONH(G r C4 -alkvl); -CON(di(C i-C 4 -alkvl)); CNH(NH ? ); -SO?NH ? ; -SO ? NH(Ci-C 4 - 

alkvl); -SO ? NH(phenvl); -SO?N(di(C r C4 -alkvl)); (C i-C4 -alkvnSO?NH-; (C1-C4- 

alkvl)SO?N(C i-C4 -alkvn-; and saturated and at least monounsaturated aliphatic. 

mononuclear 5- to 7-membered heterocvcles containing 1 to 3 heteroatoms 

chosen from N. O. and S. which heterocvcles can be substituted bv one or more 

substituents chosen from halogens. C i-Cg -alkvl. C i-Ca -alkoxv. OH. oxo and CF 3 . 

and wherein said heterocycles can optionally be condensed to said phenyl or 

said group Hetar; and wherein all heteroarvl. phenyl, heteroaryl-containing and 

phenyl-containing groups, which are optionally present in said substituents of 

said phenyl or said group Hetar. can be substituted by one or more substituents 

chosen from halogens, pseudohalogens. C i-Cg -alkvl. OH. C i-Ca -alkoxv, and CFa: 

heteroarvl is a 5 to 10-membered. aromatic, mono- or bicvclic heterocvcle 

containing one, two or three heteroatoms chosen from N. O. and S: 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicvclic heterocycle 

containing one, two or three heteroatoms chosen from N. O. and S; and 

m is 0 or 2. 

(Currently amended) The method of treat i ng i n a mamma l a d i scaoc from the 
group cons i st i ng of card i ovascular d i ooaocs, Gtab l c or unotab l c ang i na pector i s, 
coronary heart d i sease, Pr i nzmeta l ang i na, acute coronary syndromo, hoort 
fa i lure, myocardia l i nfarction, stroke, thrombosis, peripheral artery occlus i ve 
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d i sease, endothel i a l dysfunction, ath e roscleros i s, restenosis, endothe li al damage 
after PTCA, hypertension, essentia l hypertens i on, pu l monary hypertension, 
s econdary hypertens i on, renovascular hypertens i on, chron i c glomeru l onephr i t i s, 
erect il e dysfunct i on, ventr i cular arrhythm i a r diabctos, d i abetes comp l ications, 
nephropathy, ret i nopathy, ang i ogenes i s, asthma bronchia l o, chronic renal fa il ure, 
c i rrhosis of the li ver, osteoporos i s, restr i cted memory performance or a restr i cte d- 
abil i ty to l earn, or the l owering of card i ovascu l ar r i sk of postm e nopausa l women 
or after i ntake of contracept i ves, wh i ch method comprises adm i nister i ng to sa i d 
mammal a physio l og i cal l y act i ve amount of a compound accord i ng to the general 
formula (I) as defined in claim 0, i n any of its stereo i somer^ forms or a mixture 
th e reof i n any rat i o or a pharmac e utica l ^ acceptab l e sa l t thereof, according to 
claim 12, wherein the compound according to the general formula (\) is chosen 
from the compounds of the general formula (I) wherein 
R 1 is H, halogen, or C i-CU -alkvl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each Chh ; 
C is CH? or CH-CHs; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or 
more substituents chosen from: F; CI; Br; C r C r alkyl; C^ Cya lkoxymethyl; 2- 
amino-3,3,3-trifluoro-propyl-; CF g ; C g-Cs -alkandivl; phenyl; heteroarvl; benzyl; 
heteroaryl-methvl; OH; C r Cg -alkoxv; phenoxv; trifluoromethoxv; 2,2,2- 
trifluoroethoxv; (C r C4 -alkvl)COO; (C i-C g-alkvl)mercapto; phenyimercapto; (C r 
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Cg-alkyDsulfonvl; phenvlsulfonyl; NH?; (C i-Cj -alkvDamino; dKC i-Ca- alkyQamino; 

(C r C 3 -alkvl)-CONH-; (C i-Cg -alkvD-SOgNH-; (C i-C yalkvO-CO: phenvl-CO; - 

0CH?O; -OCF9O-; .CH ? CH ? Q-; COCXC i-Cj -alkvl); -CQNH?: -CONH(Ci-C 4 -alkyl); 

-CON(di(C i-C 4 -alkvn): CN; -SCbNhb; -SO?NH(C i-C 4 - alkvn: -SO?N(di(Ci-C4- 

alkvl)); pyrrolidinvl; piperidinyl; morpholinvl; and thiomorpholinyl; and wherein ail 

heteroarvl. phenyl, heteroarvl-containinq and phenvl-containing groups, which 

are optionally present in said substituents of said phenyl or said group Hetar, can 

be substituted by one or more substituents chosen from halogens, 

pseudohaloqens, C r Cg -alkyl, OH, C i-Cs -alkoxy. and CF a ; 

heteroarvl is chosen from: furvl. pyrrolvl, thienyl, thiazolvl. isothiazolvl. oxazolvl, 

isoxazolvl. pyrazolvl. imidazolvl. pyridazinvl. pvrazinvl. pvridyl. pvrimidinyl, 

benzoimidazolvl, benzothiazolvl. benzoxazolvl. quinolinvl. isoquinolinyl, 

guinoxalinvl. guinazolvl, indolvl, benzofuranvl. benzothiophenvl. and indazolvl; 

the group Hetar is chosen from: furvl, pyrrolvl, thienyl, thiazolyl, isothiazolvl, 

oxazolvl. isoxazolvl, pyrazolvl, imidazolvl, pyridazinvl, pvrazinvl. pvridyl, 

pvrimidinyl. benzoimidazolvl; benzothiazolvl, benzoxazolvl. guinolinyl, 

isoouinolinvl. guinoxalinvl. guinazolvl. indolvl. benzofuranvl. benzothiophenvl. and 

indazolvl. 

(Currently amended) The method of treat i ng in a mamma l 0 diooaoo from the 
group consisting of card i ovascular d i seases, stab l e or unstab l e ang i na poctorio, 
coronary heart d i soaso, Prinzmeta l ang i na, acuto coronary syndrome, heart 
fa il ure, myocard i a l i nfarct i on, stroke, thrombos i s, per i pheral artery occ l usivo 
d i scosc, endothe li al dysfunct i on, othoroGc l croo i o, restenos i s, endothe l ial domago 
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after PTGA, hypertens i on, essential hypertens i on, pulmonary hypertens i on, 

secondary hypertens i on, renovascular hypertens i on, chronic g l omeru l onephr i t i s, 

crcctilo dysfunct i on, ventricular arrhythm i a, diabetes, diabetes comp li cations, 

nephropathy, ret i nopathy, ang i ogencsis, asthma bronch i a l c, ek ronic renal fai l ure, 1 

cirrhosis of the l iver, osteoporosis, restricted memory pe rformanc e- or a restr i cted 

ab ili ty to l earn, or the l owering of cardiovascu l ar risk of -pe stmcnopausa l women 

or after i ntake of contracept i ves, wh i ch method comprises admin i ster i ng to said 

mammal a phys i o l ogica l ly act i ve amount of a compound accord i ng to the genera l 

formu l a (I) as defined i n c l a i m 10, in any of its st o r c o i som o ric forms oro* mixture 

thereof in any rat i o or a pharmaceutical^ acceptable sa l t thereof, according to 

claim 12, wherein the compound according to the general formula (I) is.chosen 

from the compounds of the general formula (I) wherein 

R 1 is H, halogen orC i-C ^alkvl; 

R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each Chh; 
C is CH ? or CH-Chh; 

R 5 is chosen from: 4-fluorophenyl, 4-chlorophenyi, 4-bromophenyl, 4-(Ci-Cg- 
alkoxv)-phenyl, 4-trifluoromethoxvphenyl, 2-bromo-4-fluorophenvl, 2-chloro-4- 
fluorophenvl, 3,4-dimethylphenyl. 2,4-dimethvlphenvl, 4-chloro-2-methvlphenyl, 
2-hvdroxv-4-methylphenyl, 2~hvdroxy-4-ethoxyphenvl, 2-methoxy-4- 
methylphenyl, 4-phenoxyphenyl, 3-fluoro-4-methylphenvl, benzofl ,31dioxol-5-yl, 
2,2-difluoro-benzoH ,31dioxol-5-yl, 2,3-dihvdrobenzofuran-5-vl. 1-(4-chloro- 
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phenvl)-5-trifluoromethvl-1 H-pyrazole-4-vl. 1-(4-fluoro-phenvlV3.5-dimethvl-1 H- 

pyrazole-4-vl, IH-benzotriazole-5-yl, 1 H-indole-4-yl, 1 H-indole-6-yl, 1-isopropyl- 

2- trifluoromethyl-1 H-benzoimidazole-5-vl. 1 -methvl-3-oxo-1 ,2.3,4-tetrahvdro- 
quinoxaline-6-yl, 1 -phenyl-5-trifluoromethyl-1 H-pyrazole-4-vl. 2-(2-hvdroxv- 
pyridin-4-yl)-1 H-benzoimidazole-5-vl, 2-(4-cvano-phenvD- 1 H-benzoimidazole-5- 
vl. 2 ,4-dimethvl-oxazole-5-vl, 2 ,4-dimethvl-pyrimidine-5-vl . 2 ,4-d imethvl-thiazole- 
5-vl, 2.5-dimethvl-1 H-pyrrole-3-vl. 2,5-dimethvl-1rphenvl-1H-Pvrrole-3-vl. 2,5- 
dimethvl-1-pvridin-4-vlmethvl-1 H-pyrrolyl. 2.5-dimethvl-2H-pyrazole-3-vl. 2,6- 
dichloro-pvrid-3-vl, 2,6-dimethoxv-pyrid-3-vl, 2,6-dimethvl-pvrid-3-vl, 2-amino-4,6- 
dimethvl-pyrid-3-yl, 2-amino-6-chloro-pyrid-3TVl, 2-amino-pyrid-3-vl, 2-chloro-6- 
methyl-pyrid-3-vl, 2-chloro-pyrid-4-yl, 2-cvclopropvl-4-rhethyl-thiazole-5-vl, 2- 
dimethvlamino-4-methyl-thiazole-5-vl. 2-dimethvlamino-pyrid-4-vl. 2-ethvl-5- 
methyl-2H-pyrazole-3-vl, 2-hydroxy-6-methvl-pyrid-3-vl, 2-methyl-1 H- 
benzoimidazole-5-vl, 2-methvl-3H-benzoimidazole-5-vl. 2-methvl-pyrid-3-vl, 2- 
methvl-6-trifluoromethvl-pyrid-3-vl, 2-methvl-thiazole-5-vl. 2-morpholin-4-vl- 
pvridin-4-vl, 2-morpholin-4-vl-pyrimidine-5-vl. 2-pyrrolidin-1 -vl-pvridin-4-vl, 3,5- 
dimethvl-1 H-pyrazole-4-yl, 3 -amino- 5,6-dimethvl-pyrazine-2^vl, 3-amino-5- 
methvl-pyrazine-2-yl. 3-amino-pyrazine-2-vl. 3-dimethvlamino-4-methvl-phenyl, 

3- dimethylamino-phenvl. 3H-benzoimidazole-5-yl, 1H-benzoimidazole-5-vl, 3- 
methanesulfonvlamino-2-methyl-phenvl, 3-methanesulfonylamino-phenyl, 3- 
methvl-isoxazole-4-yl, 3-morpholin-4-yl-phenvl, 3-piperidin-1-yl-phenyl, 3- 
pyrrolidin-1-vl-phenvl. 4-(2,2,2-trifluoro-ethoxv)-phenyl, 4.6-dimethvl-Pvrid-3-vl. 4- 
amino-2-ethyl sulfanvl-pvrimidine-5-yl, 4-amino-2-methvl-pyrimidine-5-vl. 4- 
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chloro-3-methanesulfonylamino-phenvl. 4-chloro-3-sulfamoyl-phenvl. 4-methyl-3- 

methvlamino-phenyl, 4-methvl-thiazole-5-vl, pyridine-2-yl. pvridine-3-vl. pyridine- 

4-vl. 5-thiophen-2-vl-pyrid-3-vl. 2-methyl-4-trifluoromethvl-thiazol-5-vl. 5.6.7,8- 

tetrahvdro-quinoline-3-vl. 5-amino-1-phenvl-1H-pvrazole-4-vl. 5-methanesulfonyl- 

2-methvl-phenvl. 5-methvl-1-phenvl-1H-pvrazole-4-vl. 5-methvl-isoxazole-3-vl, 5- 

methvl-pyrid-3-vl, 5-methvl-pvrazine-2-vl. 6-chloro-pyrid-3-vl, 6-cvano-pvrid-3- yl, 

6-dimethvlamino-pyrid-3-vl. 6-ethvnvl-pyrid-3-yl. 6-methoxymethvl-pvrid-3-vl, 6- 

methoxv-pyrid-3-vl. 6-methvl-2-methvlamino-pyrid-3-vl. 6-methvlamino-pyrazine- 

2-vl. 6-methvl-pyrid-3-yl. 6-morpholin-4-vl-pyrid-3-yl. 6-pyrrolidin-1-vl-pyrid-3-v l, 

imidazoH.2-alpyridine-2-vl, 6-trifluoromethvl-pvrid-3-vl. and pyrimidine¥4-vl. 

17. (Currently amended) The method according to any ono of claims 1 2 to 16 , 
wherein the mammal is a human. 

1 8. (Original) A pharmaceutical preparation comprising an effective dose of at least 
one compound of the formula (I) as defined in claim 1 in any of its stereoisomeric 
forms or a mixture thereof in any ratio and/or a pharmaceutically acceptable salt 
thereof and a pharmaceutically acceptable carrier. 

1 9. (Original) A pharmaceutical preparation according to claim 1 8, which 
pharmaceutical preparation is in the form of a pill, tablet, lacquered tablet, sugar- 
coated tablet, granule, hard or soft gelatin capsule, aqueous, alcoholic or oily 
solution, syrup, emulsion or suspension, suppository, solution for injection or 
infusion, ointment, tincture, spray, transdermal therapeutic systems, nasal spray, 
aerosol mixture, microcapsule, implant or rod. 

20. (Currently amended) A method for the-synthesis of a compound according to 
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claim 1, which method comprises tfce-coupling reaction of toe-respective 1,2,3,4- 

tetrahydronaphthyl amine with an appropriate a respective acid or acid chloride in 

the presence of an appropriate base and/or an appropriate coupling agent, 

optionally followed by a functionalization of the thus-obtained compound. 

21. (New) The method according to claim 12, wherein the hypertension is chosen 
from essential hypertension,- pulmonary hypertension, secondary hypertension, 
and renovascular hypertension. 

22. (New) The method according to claim 12, wherein the diabetes complications are 
chosen from nephropathy and retinopathy. - 

•23. (New) The method according to claim 12, which method lowers cardiovascular 
risk of postmenopausal women and mammals taking contraceptives. * 

24. (New) A method of treating a mammal suffering from a cardiovascular disease, 
which method comprises administering to said mammal a physiologically active 
amount of a compound according to the general formula (I), in any of its 
stereoisomeric forms or a mixture thereof in any ratio or a pharmaceutical^ 
acceptable salt thereof 



FT H (I) 

wherein, in the formula (I), 

R 1 and R 4 are independently from each other chosen from : 
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H; unsubstituted and at least monosubstituted d-Cio-alkyl, C 2 -Ci 0 -alkenyl and 
C 2 -Cio-alkynyl, the substituents of which are chosen from F, OH, Ci-C 8 -alkoxy, 
(d-Cs-alkyOmercapto, CN, COOR 6 , CONR 7 R 8 , and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are chosen 
from halogens, pseudohalogens, Ci-C 3 -alkyl, d-C 3 -alkoxy and CF 3 ; 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are chosen . from halogens,: pseudohalogens, Ci-C 3 -alkyl, 
d-Ca-alkoxy and CF 3 ; R 9 CO; CONR 10 R 11 ; COOR 12 ; CF 3 ; halogens; . 
pseudohalogens; NR 13 R 14 ; OR 15 ; S(0) m R 16 ; S0 2 NR 17 R 18 ; and N0 2 ; 
R 2 and R 3 are independently from each other chosen from: ' ■ 

H; halogens; pseudohalogens; unsubstituted and at least monosubstituted d- 
Cio-alkyl the substituents of which are chosen from OH, phenyl, and heteroaryl; 
OH; d-do-alkoxy; phenoxy; S(0) m R 19 ; CF 3 ; CN; N0 2 ; (d-C 10 -alkyl)amino; 
di(Ci-Cio-alkyl)amino; (d-C 6 -alkyl)-CONH-; unsubstituted and at least 
monosubstituted phenyl-CONH- and phenyl-S0 2 -0-, the substituents of which 
are chosen from halogens, pseudohalogens, CH 3 ' and methoxy; (C1-C6- 
alkyl)S0 2 -0-; unsubstituted and at least monosubstituted (Ci-C6-alkyl)CO, the 
substituents of which are chosen from F, di(d-C 3 -alkyl)amino, pyrrolidinyl and 
piperidinyl; and phenyl-CO, the phenyl part of which can be substituted by one or 
more substituents chosen from d-C 3 -alkyl, halogens and methoxy; 
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R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 

or more substituents chosen from: halogens; pseudohalogens; NH 2 ; 

unsubstituted and at least monosubstituted d-Oio-alkyl, C2-C 10 -alkenyl, C 2 -Ci 0 - 

alkynyl, Ci-Ci 0 -alkoxy, (CrCio-alkyl)amino, and di(C-i-Ci 0 -alkyl)amino, the 

substituents of which are chosen from F, OH, Ci-Ca-alkoxy, aryloxy, (Ci-C 3 - 

alkyl)mercapto, NH 2 , (CrC8-alky!)amino, and di(CrC 8 -alkyl)amino; C 3 -C 5 - 

alkandiyl; phenyl; heteroaryl; ;aryl-substituted CrC 4 -alkyl; heteroaryl -substituted 

CrC 4 -alkyl; CF 3 ; N0 2 ; OH; phenoxy; benzyloxy; (Ci-C-io-alkyl)COO; S(0) m R 20 ; 

SH; phenylamino; benzylamino; (C r Ci 0 -alkyl)-CONH-; (Ci-Cio-alkyl)-GON(Ci- 

C 4 -alkyl)-; phenyl-CONH-; phenyl-CON(C 1 -C 4 -alkyl)-; heteroaryl-CONH-; 

heteroaryl-CON(C 1 -C 4 -alkyl)-; (d-Cio-alkyO-CO; phenyl-CO; heteroaryl-CO; CF 3 - 

CO; -OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COOR 21 ; CONR^R 23 ; 

CNH(NH 2 ); S0 2 NR 24 R 25 ; R 26 S0 2 NH-; R 27 S0 2 N(C r C 6 -alkyl)-; and saturated and 

at least monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 

containing 1 to 3 heteroatoms chosen from N, O, and S, which heterocycles can 

be substituted by one or more substituents chosen from halogens, Ci-C3-alkyl, 

Ci-C 3 -alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 

condensed to said group Ar or said group Hetar; and wherein all aryl, heteroaryl, 

phenyl, aryl-containing, heteroaryl-containing and phenyl-containing groups, 

which are optionally present in said substituents of said group Ar or said group 

Hetar, can be substituted by one or more substituents chosen from halogens, 

pseudohalogens, C r C 3 -alkyl, OH, d-C 3 -alkoxy, and CF 3 ; 

R 6 is chosen from: 
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H; Ci-Cio-alkyl, which can be substituted by one or more substituents chosen 

from F, d-Ce-alkoxy, and di(Ci-C*-alkyl)amino; aryl-(CrC 4 -alkyl) and heteroaryl- 

(CrC 4 -alkyl), which can be substituted by one or more substituents chosen from 

halogens, CrC 4 -alkoxy, and di(Ci-C 6 -alkyl)amino; 

R 7 is chosen from: 

H; d-Cio-alkyl which can be substituted by one or more substituents chosen 
from F, d-Ce-alkoxy, di(CrC8-alkyl)amino and phenyl; phenyl; indanyl; and 
heteroaryl; and wherein each of the aforementioned aromatic groups can be 
unsubstituted or carry one or more substituents chosen from halogens* 
pseudohalogens, Ci-C 3 -alkyl, CrC 3 -alkoxy and CF 3 ; 
R 8 is H or Ci-Cio-alkyl; 

R 9 is chosen from: C r Ci 0 -alkyl which can be unsubstituted or carry one or more 
substituents chosen from: F, (C r C 4 )-alkoxy, di(Ci-C 3 -alkyl)amino; and 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are chosen from C r C 3 -alkyl, Ci-C 3 -alkoxy, halogens, 
pseudohalogens, and CF 3 ; 
R 10 independently has the same meaning as R 7 ; 
R 11 independently has the same meaning as R 8 ; 
R 12 independently has the same meaning as R 6 ; 

R 13 is chosen from: H; C r C 6 -alkyl; unsubstituted and substituted phenyl, benzyl, 
heteroaryl, (CrC 6 -alkyl)-CO, phenyl-CO, and heteroaryl-CO, the substituents of 
which are chosen from halogens, pseudohalogens, CrC 3 -alkyl, C r C 3 -alkoxy, 
and CF 3 , and wherein one or more of these substituents can be present; 
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R 14 independently has the same meaning as R 13 ; 

R 15 is chosen from: H; C r Ci 0 -alkyl; (C r C 3 -alkoxy)-Ci-C 3 -alkyl; and substituted 

and unsubstituted benzyl, phenyl and heteroaryl, the substituents of which are 

chosen from halogens, pseudohalogens, CrC 3 -alkyl, CrC 3 -alkoxy, and CF 3 , and 

wherein one or more of these substituents can be present; 

R 16 is chosen from: d-Cio-alkyl which can be substituted by one.or more 

substituents chosen fronvF, OH, C r C 8 -alkoxy, aryloxy, (Ci-C 8 -alkyl)mercapto, 

(CrC 8 -alkyl)amino and di(Ci-C 8 -alkyl)amino; CF 3 ; and substituted and, 

unsubstituted phenyl and heteroaryl, the substituents of which are chosen from 

halogens, pseudohalogens, d-C 3 -alkyl, C r C 3 -alkoxy and GF 3 , and wherein one 

or more of these substitutents can be present; 

R 17 independently has the same meaning as R 7 ; 

R 18 independently has the same meaning as R 8 ; 

R 19 independently has the same meaning as R 16 ; 

R 20 independently has the same meaning as R 16 ; 

R 21 independently has the same meaning as R 6 ; 

R 22 independently has the same meaning as R 7 ; 

R 23 independently has the same meaning as R 8 ; 

R 24 independently has the same meaning as R 7 ; 

R 25 independently has the same meaning as R 8 ; 

R 26 independently has the same meaning as R 16 ; 

R 27 independently has the same meaning as R 16 ; 
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heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

aryl is phenyl, naphth-1-yl or naphth-2-yl; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and 

m is 0, 1 or 2; 

wherein the physiologically active amount of the compound according to the * 
general formula (I) in any of its stereoisomeric forms or a mixture thereof in any s c*. 
ratio or a pharmaceutical^ acceptable salt thereof stimulates the expression of - 
endothelial NO-synthase in the mammal. 
25. (New) The method according to claim 24, wherein the compound of the general :v 
formula (I) is chosen from compounds of the general formula (i), wherein r 
R 1 is chosen from: H; Ci-C 4 -alkyl; Ci-C 4 -alkoxy; CF 3 ; halogens; 
pseudohalogens; (CrC 4 -alkyl)-S(b)m-; and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are chosen 
from halogens, pseudohalogens, C r C 3 -alkyl, C r C 3 -alkoxy and CF 3 , and wherein 
heteroaryl is chosen from 5- and 6-membered heterocycles containing one or 
more heteroatoms chosen from N, O, and S; 

R 2 and R 3 are independently from each other chosen from: H; halogens; 
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B and C are independently from each other chosen from CH 2 and CH-CH 3 ; 

R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 

or more substituents.chosen from: halogens; CN; NH 2 ; unsubstituted and at 

least monosubstituted CrC 8 -alkyl, C 2 -C 8 -alkenyl, C2-C 8 -alkynyl, CrC 8 -alkoxy, 

(CrC 8 -alkyl)amino, and di(C-i-C 8 -alkyl)amino, the substituents of which are 

chosen from F, Ci-C 6 -alkoxy,. phenoxy, (CrC 6 -alkyl)mercapto, NH 2 , (Ci-C 6 - 

alkyl)amino, and di(C 1 -C 6 ^alkyl)amino; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; 

phenyl- substituted Ci-C 2 -alkyl; heteroaryl-substituted Ci-C 2 -alkyl; CF 3 ; OH; 

phenoxy; benzyloxy; (Ci-C 6 -alkyl)COO; S(0) m (Ci-C 6 )-alkyl; S(0) m -pheriyl; S(0) m - 

heteroaryl; SH; phenylamino; benzylamino; (C r C 6 -alkyl)-CONH-; (Ci-G 6 -alkyl)- 

CON(CrC 4 -alkyl)-; phenyl-CONH-; phenyl-CON(C 1 -C 4 -alkyl)-; heteroaryl-CONH-; 

heteroaryl-CON(C 1 -C 4 -alkyl)-; (d-Ce-alkyO-CO; phenyl-CO; heteroaryl-CO; CF 3 - 

CO; -OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(C r C 6 -alkyl); -CONH 2 ; 

-CONH(C r C 6 -alkyl); -CON(di(C r C 6 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(Ci-C 6 - 

alkyl); -S0 2 NH(phenyl); -S0 2 N(di(C 1 -C 6 -alkyl)); (Ci-C 6 -alkyl)S0 2 NH-; (C r C 6 - 

alkyl)S0 2 N(C 1 -C 6 -alkyl)-; phenyl-S0 2 NH-; phenyl-S0 2 N(C 1 -C 6 -alkyl)-; heteroaryl- 

S0 2 NH-; heteroaryl-S0 2 N(CrC 6 -alkyl)-; and saturated and at least 

monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 

containing 1 to 3 heteroatoms chosen from N, O, and S, which heterocycles can 

be substituted by one or more substituents chosen from halogens, Ci-C 3 -alkyl, 

Ci-C 3 -alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 

condensed to said group Ar or said group Hetar; and wherein all heteroaryl, 

phenyl, heteroaryl-containing and phenyl-containing groups, which are optionally 
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present in said substituents of said group Ar or said group Hetar, can be 

substituted by one or more substituents chosen from halogens, pseudohalogens, 

Ci-C 3 -alkyl, OH, C r C 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and 

m is 0 or 2. 

26. (New) The method according to claim 24, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I), 
wherein 

R 1 is H, halogen, or C r C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A is CH 2 ; 

R 5 is phenyl or a group Hetar both ofwhich can be unsubstituted or carry one or 
more substituents chosen from: halogens; CN; NH2; unsubstituted and at least 
monosubstituted CrC 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, d-C 3 -alkoxy, (C1-C4- 
alkyl)amino, and di(Ci-C 4 -alkyl)amino, the substituents of which are chosen from 
F, C r C 3 -alkoxy, (C r C 3 -alkyl)mercapto, and NH 2 ; C 3 -C 5 -alkandiyl; phenyl; 
heteroaryl; phenyl-substituted C r C 2 -alkyl; heteroaryl- substituted d-C 2 -alkyl; 
CF 3 ; OH; (C r C 4 -alkyl)COO; S(0) m (C r C 4 )-alkyl; (C r C 4 -alkyl)-CONH-; (C r C 4 - 
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alkyl)-CON(C r C 4 -alkyl)-; (C r C 4 -alkyl)-CO; phenyl-CO; heteroaryl-CO; CF 3 -CO; - 

OCH2O-; -OCF 2 0-; -OCH2CH2O-; -CH 2 CH 2 0-; COOfd-Ce-alkyl); -CONH 2 ; - 

CONH(Ci-C 4 -alkyl); -CON(di(C 1 -C 4 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(C r C 4 - 

alkyl); -SQ 2 NH(phenyl); -S0 2 N(di(C r C 4 -alkyl)); (C r C 4 -alkyl)S0 2 NH-; (C r C 4 - 

alkyl)S0 2 N(Ci-C 4 -alkyl)-; and saturated and at least monourisaturated aliphatic, 

mononuclear 5- to 7-membered heterocycles containing 1 to 3 heteroatoms 

chosen from N, O, and S, which heterocycles can be substituted by one or more 

substituents chosen from halogens, CrC 3 -alkyl, Ci-C 3 -alkoxy, OH, oxo and CF 3 , 

and wherein said heterocycles can optionally be condensed to said phenyl or 

said group Hetar; and wherein all heteroaryl, phenyl, heteroaryl-containing and 

phenyl-containing groups, which are optionally present in said substituents of 

said phenyl or said group Hetar, can be substituted by one or more substituents 

chosen from halogens, pseudohalogens, Ci-C 3 -alkyl, OH, Ci-C 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one, two or three heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one, two or three heteroatoms chosen from N, O, and S; and 

m is 0 or 2. 

(New) The method according to claim 24, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I) 
wherein 

R 1 is H, halogen, or Ci-C 4 -alkyl; 
R 2 and R 3 are each H; 



-51- 



U.S. Patent Application No.: 10/073,307 
N w Attorney Docket No.: 02481.1830 

R 4 independently has the same meaning as R 1 ; 

A and B are each CH 2 ; 

C is CH 2 or CH-CH 3 ; 

R 5 is phenyl or a group Hetar both of which can be unsubstitufed or carry one or 
more substituents chosen from: F; CI; Br; d-C 3 -alkyl; Ci-C 3 -alkoxymethyl; 2- 
amino-3,3,3-trifluoro-propyl-; CF 3 ; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; benzyl; 
heteroaryl-methyl; OH; Ci-C 3 -alkoxy; phenoxy; trifluoromethoxy; 2,2,2- 
trifluoroethoxy; (CrC 4 -alkyl)COO; (d-Cs-alkyOmercapto; phenylmercapto; (d- 
C 3 -alkyl)sulfonyl; phenylsulfonyl; NH 2 ; (C r C 4 -alkyl)amino; di(d-C 4 -alkyl)amino; 
(d-C 3 -alkyl)-CONH-; (C r C 3 -alkyl)-S0 2 NH-; (Ci-C 3 -alkyl)-CO; phenyl-GO; - 
OCH 2 0-; -OCF 2 0-; -CH 2 CH 2 0-; COO(d-C 4 -alkyl); -CONH 2 ; -CONH(d-C 4 -alkyl); 
-CON(di(d-d-alkyl)); CN; -S0 2 NH 2 ; -S0 2 NH(d-C 4 -alkyl); -S0 2 N(di(Ci-C 4 - 
alkyl)); pyrrolidinyl; piperidinyl; morpholinyl; and thiomorpholinyl; and wherein all 
heteroaryl, phenyl, heteroaryl-containing and phenyl-containing groups, which 
are optionally present in said substituents of said phenyl or said group Hetar, can 
be substituted by one or more substituents chosen from halogens, 
pseudohalogens, d-C 3 -alkyl, OH, Ci-C 3 -alkoxy, and CF 3 ; 
heteroaryl is chosen from: furyl, pyrrolyl, thienyl, thiazolyl, isothiazolyl, oxazolyl, 
isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, pyrazinyl, pyridyl, pyrimidinyl, 
benzoimidazolyl, benzothiazolyl, benzoxazolyl, quinolinyl, isoquinolinyl, 
quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzothiophenyl, and indazolyl; 
the group Hetar is chosen from: furyl, pyrrolyl, thienyl, thiazolyl, isothiazolyl, 
oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, pyrazinyl, pyridyl, 
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pyrimidinyl, benzoimidazolyl, benzothiazolyl, benzoxazolyl, quinolinyl, 

isoquinolinyl, quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzothiophenyl, and 

indazolyl. 

(New) The method according to claim 24, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I) 
wherein 

R 1 is H, halogen or Ci-C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH 2 ; 
C is CH 2 or CH-CH 3 ; 

R 5 is chosen from: 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 4-(d-C 3 - 
alkoxy)-phenyl, 4-trifluoromethoxyphenyl, 2-bromo-4-fluorophenyl, 2-chloro-4- 
fluorophenyl, 3,4-dimethylphenyl, 2,4-dimethylphenyl, 4-chloro-2-methylphenyl, 
2-hydroxy-4-methylphenyl, 2-hydroxy-4-ethoxy phenyl, 2-methoxy-4- 
methylphenyl, 4-phenoxyphenyl, 3-fluoro-4-methylphenyl, benzo[1 ,3]dioxol-5-yl, 
2,2-difluoro-benzo[1 ,3]dioxol-5-yl, 2,3-dihydrobenzofuran-5-yl, 1-(4-chloro- 
phenyl)-5-trifluoromethyl-1 H-pyrazole-4-yl, 1-(4-fluoro-phenyl)-3,5-dimethyl-1 H- 
pyrazole-4-yl, 1 H-benzotriazole-5-yl, 1H-indole-4-yl, 1 H-indole-6-yl, 1-isopropyl- 
2-trifluoromethyl- 1H-benzoimidazole-5-yl, 1 -methyl-3-oxo-1 ,2,3,4-tetrahydro- 
quinoxaline-6-yl, 1 -phenyl-5-trifluoromethyl-1 H-pyrazole-4-yl, 2-(2-hydroxy- 
pyridin-4-yl)-1 H-benzoimidazole-5-yl, 2-(4-cyano-phenyl)- 1 H-benzoimidazole-5- 
yl, 2,4-dimethyl-oxazole-5-yl, 2,4-dimethyl-pyrimidine-5-yl, 2,4-dimethyl-thiazole- 
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5-yl, 2,5-dimethyl-1 H-pyrrole-3-yl, 2,5-dimethyl-1-phenyl-1 H-pyrrole-3-yl, 2,5- 

dimethyl-1-pyridin-4-ylmethyl-1H-pyrrolyl, 2,5-dimethyl-2H-pyrazole-3-yl, 2,6- 

dichloro-pyrid-3-yl, 2,6-dimethoxy-pyrid-3-yl, 2,6-dimethyl-pyrid-3-yl, 2-amino-4,6- 

dimethyl-pyrid-3-yl, 2-amino-6-chloro-pyrid-3-yl, 2-amino-pyrid-3-yl, 2-chloro-6- 

methyl-pyrid-3-yl, 2-chloro-pyrid-4-yl, 2-cyclopropyl-4-methyl-thiazole-5-yl, 2- 

dimethylamino-4-methyl-thiazole-5-yl, 2-dimethylamino-pyrid-4-yl, 2-ethyl-5- 

methyl-2H-pyrazole-3-yl, 2-hydroxy-6-methyl-pyrid-3-yl, 2-methyl-1 H- 

benzoimidazole-5-yl, 2-methyl-3H-benzoimidazole-5-yl, 2-methyl-pyrid-3-yl, 2- 

methyl-6-trifluoromethyl-pyrid-3-yl, 2-methyl-thiazole-5-yl, 2-morpholin-4-yl- 

pyridin-4-yl, 2-morpholin-4-yl-pyrimidine-5-yl, 2-pyrrolidin-1-yl-pyridin-4-yl, 3,5- 

dimethyl-1 H-pyrazole-4-yl, 3 -amino- 5,6-dimethyl-pyrazine-2-yl, 3-amino-5- 

methyl-pyrazine-2-yl, 3-amino-pyrazine-2-yl, 3-dimethylamino-4-methyl-phenyl, 

3- dimethylamino-phenyl, 3H-benzoimidazole-5-yl, 1 H-benzoimidazole^5-yl, 3- 
methanesulfonylamino-2-methyl-phenyl, 3-methanesulfonylamino-phenyl, 3- 
methyl-isoxazole-4-yl, 3-morpholin-4-yl-phenyl, 3-piperidin-1-yl-phenyl, 3- 
pyrrolidin-1-yl-phenyl, 4-(2,2,2-trifluoro-ethoxy)-phenyl, 4,6-dimethyl-pyrid-3-yl, 4- 
amirio-2-ethyl sulfanyl-pyrimidine-5-yl, 4-amino-2-methyl-pyrimidine-5-yl, 4- 
chloro-3-methanesulfonylaminp-phenyl, 4-chloro-3-sulfamoyl^phenyl, 4-methyl-3- 
methylamino-phenyl, 4-methyl-thiazole-5-yl, pyridine^2-yl, pyridine-3-yl, pyridine- 

4- yl, 5-thiophen-2-yl-pyrid-3-yl, 2-methyl-4-trifluoromethyl-thiazol-5-yl, 5,6,7,8- 
tetrahydro-quinoline-3-yl, 5-amino-1 -phenyl-1 H-pyrazole-4-yl, 5-methanesulfonyl 
2-methyl-phenyl, 5-methyl-1 -phenyl-1 H-pyrazole-4-yl, 5-methyl-isoxazole-3-yl, 5- 
methyl-pyrid-3-yl, 5-methyl-pyrazine-2-yl, 6-chloro-pyrid-3-yl, 6-cyano-pyrid-3-yl, 
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6-dimethylamino-pyrid-3-yl, 6-ethynyl-pyrid-3-yl, 6-methoxymethyl-pyrid-3-yl, 6- 
methoxy-pyrid-3-yl, 6-methyl-2-methylamino-pyrid-3-yl, 6-methylamino-pyrazine- 
2-yl, 6-methyl-pyrid-3-yl, 6-morpholin-4-yl-pyrid-3-yl, 6-pyrrolidin-1-yl-pyrid-3^yl, 
imidazo[1 ,2-a]pyridine-2-yl, 6-trifluoromethyl-pyrid-3-yl, and pyrimidine-4-yl. 
(New) The method according to claim 24, wherein the mammal is a human. 
(New) A method of treating a mammal suffering from a disease chosen from 
stable and unstable angina pectoris, coronary heart disease, Prinzmetal angina, 
acute coronary syndrome, heart failure, myocardial infarction, stroke, thrombosis, 
peripheral artery occlusive disease, endothelial dysfunction, atherosclerosis, 
restenosis, endothelial damage after PTCA, hypertension, chronic 
glomerulonephritis, erectile dysfunction, ventricular arrhythmia, diabetes, 
diabetes complications, angiogenesis, asthma bronchiale, chronic renal failure, 
cirrhosis of the liver, osteoporosis, diseases with symptoms of restricted memory 
performance and/or a restricted ability to learn, which method comprises 
administering to said mammal a physiologically active amount of a compound 
according to the general formula (I), in any of its stereoisomeric forms or a 
mixture thereof in any ratio or a pharmaceutical^ acceptable salt thereof 




(I) 



wherein R 1 



is H, halogen or CrC 4 -alkyl; 



R 2 and R 3 are each H; 
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R 4 independently has the same meaning as R 1 ; 

A and B are each CH 2 ; 

C is CH 2 or CH-CH 3 ; 

R 5 is chosen from: benzo[1 ,3]dioxol-5-yl, 2,2-difluoro-benzo[1,3]dioxol-5-yl, 2,3- 
dihydrobenzofuran-5-yl, 1-(4-chloro-phenyl)-5-trifluoromethyl-1 H-pyrazole-4-yl, 1- 
(4-fluoro-phenyl)-3,5-dimethyl-1 H-pyrazole-4-yl, 1 H-benzotriazole-5-yl, 1 H- 
indole-4-yl, 1 H-indole-6-yl; 1 -isopropyl-2-trifluorornethyl- 1 H-benzoimidazole-5-yl, 

1- methyl-3 -oxo- 1,2,3,4-tetrahydro-quinoxaline-6-yl, 1-phenyl-5-trifluoromethyl- 

1 H-pyrazole-4-yl, 2-(2-hydroxy-pyridin-4-yl)-1 H-benzoimidazole-5-yl, 2-(4-cyano- 
phenyl)-1 H-benzoimidazole-5-yl, 2,4-dimethyl-oxazole-5-yl, 2,4-dimethyl- 
pyrimidine-5-yl, 2,4-dimethyl-thiazole-5-y!, 2,5-dimethyl-1H-pyrrole-3-yl, 2,5- 
dimethyl-1-phenyl-1H-pyrrole-3-yl, 2,5-dimethyl-1-pyridin-4-ylmethyl-1H-pyrrolyl, 

2 .5- d imethy I-2 H-pyrazole-3-y 1 , 2 , 6-dichloro-py rid-3-yl , 2 ,6-dimethoxy-py rid-3-y I , 

2.6- dimethyl-pyrid-3-yl, 2-amino-4,6-dimethyl-pyrid-3-yl, 2-amino-6-chloro-pyrid- 
3-yl, 2-amino-pyrid-3-yl, 2-chloro-6-methyl-pyrid-3-yl, 2-chloro-pyrid-4-yl, 2- 
cyclopropyl-4-methyl-thiazole-5-yl, 2-dimethylamino-4-methyl-thiazole-5-yl, 2- 
dimethylamino-pyrid-4-yl, 2-ethyl-5-methyl-2H-pyrazole-3-yl, 2-hydroxy-6-methyl- 
pyrid-3-yl, 2-methyl-1 H-benzoimidazole-5-yl, 2-methyl-3H-benzoimidazole-5-yl, 

2- methyl-pyrid-3-yl, 2-methyl-6-trif luoromethyl-pyrid-3-yl , 2-methyl-thiazole-5-yl , 

2- morpholin-4-yl-pyridin-4-yl, 2-morpholin-4-yl-pyrimidine-5-yl, 2-pyrrolidin-1-yl- 
pyridin-4-yl, 3,5-dimethyl-1 H-pyrazole-4-yl, 3-amino-5,6-dimethyl-pyrazine-2-yl, 

3- amino-5-methyl-pyrazine-2-yl, 3-amino-pyrazine-2-yl, 3H-benzoimidazole-5-yl, 
1H-benzoimidazole-5-yl, 3-methyl-isoxazole-4-yl, 4,6-dimethyl-pyrid-3-yl, 4- 
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amino-2-ethylsulfanyl-pyrimidine-5-yl, 4-amino-2-methyl-pyrimidine-5-yl, 4- 

methyl-thiazole-5-yl, pyridine-2-yl, pyridine-3-yl, pyridine-4-yl, 5-thiophen-2-yl- 

pyrid-3-yl, 2-methyl-4-trifluoromethyl-thiazol-5-yl, 5,6,7,8-tetrahydro-quinoline-3- 

yl, 5 -amino-1-phenyl-1H-pyrazole-4-yl, 5-methyl-1-phenyl-1H-pyrazole-4-yl, 5- 

methyl-isoxazole-3-yl, 5-methyl-pyrid-3-yl, 5-methyl-pyrazine-2-yl, 6-chloro-pyrid- 

3-yl, 6-cyano-pyrid-3-yl, 6-dimethylamino-pyrid-3-yl, 6-ethyny!-pyrid-3-yl, 6- 

methoxymethyl-pyrid-3-yl, 6-methoxy-pyrid-3^yl, 6-methyl-2-methylamino-pyrid-3- 

yl, 6-methylamino-pyrazine-2-yl, 6-methyl-pyrid-3-yl, 6-morpholin-4-yl-pyrid-3-yl, 

6-pyrrolidin-1 -yl-pyrid-3-yl, imidazo[1 ,2-a]pyridine-2-yl, 6-trifluorcmethyl-pyrid-3- 

yl, and pyrimidine-4-yl. 

31 . (New) The method according to claim 30, wherein the hypertension is chosen 
from essential hypertension, pulmonary hypertension, secondary hypertension, 
and renovascular hypertension. 

32. (New) The method according to claim 30, wherein the diabetes complications are 
chosen from nephropathy and retinopathy. 

33. (New) The method according to claim; 30rwhich method lowers cardiovascular 
risk of postmenopausal women and mammals taking contraceptives. 

34. (New) The method according to claim 30, wherein the mammal is a human. 

35. (New) A method of treating a mammal suffering from a cardiovascular disease, 
which method comprises administering to said mammal a physiologically active 
amount of a compound according to the general formula (I), in any of its 
stereoisomeric forms or a mixture thereof in any ratio or a pharmaceutical^ 
acceptable salt thereof 
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R 1 




wherein R 1 is H, halogen or d-C 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH 2 ; 
C is CH 2 or CH-CH 3 ; 

R 5 is chosen from: benzo[1,3]dioxol-5-yl, 2,2-difluoro-benzo[1,3]dioxol-5-yl, 2,3- 
dihydrobenzofuran-5-yl, 1 -(4-chloro-pheny!)-5-trifluoromethyl-1 H-pyrazole-4-yl, 1 - 
(4-fluoro-phenyl)-3,5-dimethyl-1 H-pyrazole-4-yl, 1 H-benzotriazole-5-yl, 1 H- 
indole-4-yl, 1H-indole-6-yl, 1-isopropyl-2-trifluoromethyl- 1H-benzoimidazole-5-yl, 
1-methyl-3 -oxo- 1 ,2,3,4-tetrahydro-quinoxaline-6-yl, 1-phenyl-5-trifluoromethyl- 
1H-pyrazole-4-yl, 2-(2-hydroxy-pyridin-4-yl)-1 H-benzoimidazole-5-yl, 2-(4-cyano- 
phenyl)-1 H-benzoimidazole-5-yl, 2,4-dimethyl-oxazole-5-yl, 2,4-dimethyl- 
pyrimidine-5-yl, 2,4-dimethyl-thiazole-5-yl, 2,5-dimethyl-1 H-pyrrole-3-yl, 2,5- 
dimethyl-1 -phenyl-1 H-pyrrole-3-yl, 2,5-dimethyl-1 -pyridin-4-ylmethyl-1 H-pyrrolyl, 

2.5- dimethyl-2H-pyrazole-3-yl, 2,6-dichloro-pyrid-3-yl, 2,6-dimethoxy-pyrid-3-yl, 

2.6- dimethyl-pyrid-3-yl, 2-amino-4,6-dimethyl-pyrid-3-yl, 2-amino-6-chloro-pyrid- 
3-yl, 2-amino-pyrid-3-yl, 2-chloro-6-methyl-pyrid-3-yl, 2-chloro-pyrid-4-yl, 2- 
cyclppropyl-4-methyl-thiazole-5-yl, 2-dimethylamino-4-methyl-thiazole-5-yl, 2- 
dimethylamino-pyrid-4-yl, 2-ethyl-5-methyl-2H-pyrazole-3-yl, 2-hydroxy-6-methyl- 
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pyrid-3-yl, 2-methyl-1 H-benzoimidazole-5-yl, 2-methyl-3H-benzoimidazole-5-yl, 
2-methyl-pyrid-3-yl, 2-methyl-6-tritluoromethyl-pyrid-3-yl, 2-methyl-thiazole-5-yl, 

2- rnorpholin-4-yl-pyridin-4-yl, 2-morpholin-4-yl-pyrimidine-5-yl, 2-pyrrolidin-1-yl- 
pyridin-4-yl, 3,5-dimethyl-1 H-pyrazole-4-yl, 3-amino-5,6-dimethyl-pyrazine-2-yl, 

3- amino-5-methyl-pyrazine-2-yl, 3-amino-pyrazine-2-yl, 3H-benzoimidazole-5-yi, 
1H-benzoimidazole-5-yl, 3-methyl-isoxazole-4-yl, 4,6-dimethyl-pyrid-3-yl, 4- 
amino-2-ethylsulfanyl-pyrimidine-5-yl, 4-amino-2-methyl-pyrimidine-5-yl, 4- 



pyrid-3-yl, 2-methyl-4-trifluoromethyl-thiazol-5-yl, 5,6,7,8-tetrahydro-quinoline-3- 
yl, 5 -amino-1-phenyl-1H-pyrazole-4-yl, 5-methyl-1-phenyl-1H-pyrazole-^-yl, 5- 
methyl-isoxazole-3-yl, 5-methyl-pyrid-3-yl, 5-methyl-pyrazine-2-yl, 6-chloro-pyrid- 
3-yl, 6-cyano-pyrid-3-yl, 6-dimethylamino-pyrid-3-yl, 6-ethynyl-pyrid-3-yl, 6- 
methoxymetnyl-pyrid-3-yl, 6-methoxy-pyrid-3-yl, 6-methyl-2-methylamino-pyrid-3- 
yl, 6-methylamino-pyrazine-2-yl, 6-methyl-pyrid-3-yl, 6-morpholin-4-yl-pyrid-3-yl, 
6-pyrrolidin-1-yl-pyrid-3-yl, imidazo[1,2-a]pyridine-2-yl, 6-trifluoromethyl-pyrid-3- 
yl, and pyrimidine-4-yl. 

36. (New) The method according to claim 35, wherein the mammal is a human. 

37. (New) A method of treating a mammal suffering from a disease chosen from 
stable and unstable angina pectoris, coronary heart disease, acute coronary 
syndrome, heart failure, myocardial infarction, thrombosis, peripheral artery 




methyl-thiazole-5-yl, pyridine-2-yl, pyridine-3-yl, pyridine-4-yl, 5-thiophen-2-yl- 
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compound according to the general formula (I), in any of its stereoisomeric forms 

or a mixture thereof in any ratio or a pharmaceutically acceptable salt thereof 




wherein, in the formula (I), 

R 1 and R 4 are independently from each other chosen from : 
H; unsubstituted and at least monosubstituted Ci-Ci 0 -alkyl, C 2 -Ci 0 -alkenyl and 
C 2 -Cio-alkynyl, the substituents of which are chosen from F, OH, Ci-C 8 -alkoxy, 
(C r C 8 -alkyl)mercapto, CN, COOR 6 , CONR 7 R 8 , and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are chosen 
from halogens, pseudohalogens, CrC 3 -alkyl, Ci-C 3 -alkoxy and CF 3 ; 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are chosen from halogens, pseudohalogens, CrC3-alkyl, 
C r C 3 -alkoxy and CF 3 ; R 9 CO; CONR 10 R 11 ; COOR 12 ; CF 3 ; halogens; 
pseudohalogens; NR 13 R 14 ; OR 15 ; S(0) m Ri 6 ; S0 2 NR 17 R 18 ; and N0 2 ; 
R 2 and R 3 are independently from each other chosen from: 
H; halogens; pseudohalogens; unsubstituted and at least monosubstituted d- 
Cio-alkyl the substituents of which are chosen from OH, phenyl, and heteroaryl; 
OH; d-Cio-alkoxy; phenoxy; S(0) m R 19 ; CF 3 ; CN; N0 2 ; (C r C 10 -alkyl)amino; 
di(Ci-Cio-alkyl)amino; (Ci-C 6 -alkyl)-CONH-; unsubstituted and at least 
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monosubstituted phenyl-CONH- and phenyl-S0 2 -0-, the substituents of which 

are chosen from halogens, pseudohalogens, CH3 and methoxy; (C1-C6- 

alkyl)S0 2 -0-; unsubstituted and at least monosubstituted (Ci-C 6 -alkyl)CO, the 

substituents of which are chosen from F, di(C r C3-alkyi)amino, pyrrolidinyl and 

piperidinyl; and phenyl-CO, the phenyl part of which can be substituted by one or 

more substituents chosen from Ci-C3-alkyl, halogens and methoxy; 

A is chosen from CH 2 , CHOH and CH-(Ci-C 3 -alkyl); 

B is chosen from CH 2 and CH-(d-C 3 -alkyl); 

C independently has the same meaning as B; 

R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 
or more substituents chosen from: halogens; pseudohalogens; NH 2 ; 
unsubstituted and at least monosubstituted Ci-Cio-alkyl, C 2 -Cio-alkenyl, C 2 -Cio- 
alkynyl, CrCio-alkoxy, (Ci-Cio-alkyl)amino, and di(CrCio-alkyl)amino;<lhe 
substituents of which are chosen from F, OH, d-Cs-alkoxy, aryloxy, (Ci-Cs- 
alkyl)mercapto, NH 2 , (Ci-C8-alkyl)amino, and di(CrC8-alkyl)amino; C3-C5- 
alkandiyl; phenyl; heteroaryl; aryl-substituted CrC4-alkyl; heteroaryl -substituted 
C r C 4 -alkyl; CF 3 ; N0 2 ; OH; phenoxy; benzyloxy; (C r Ci 0 -alkyl)COO; S(0) m R 20 ; 
SH; phenylamino; benzylamino; (Ci-Ci 0 -alkyl)-CONH-; (CrCio-alkyl)-CON(Ci- 
C 4 -alkyl)-; phenyl-CONH-; phenyl-CONCCrCA-alkyl)-; heteroaryl-CONH-; 
heteroaryl-CON(Ci-C 4 -alkyl)-; (C r Ci 0 -alkyl)-CO; phenyl-CO; heteroaryl-CO; CF 3 - 
CO; -OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COOR 21 ; CONR 22 R 23 ; 
CNH(NH 2 ); S0 2 NR 24 R 25 ; R 26 S0 2 NH-; R 27 S0 2 N(C r C 6 -alkyl)-; and saturated and 
at least monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 
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containing 1 to 3 heteroatoms chosen from N, O, and S, which heterocycles can 

be substituted by one or more substituents chosen from halogens, d-C 3 -alkyl, 

CrC 3 -alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 

condensed to said group Ar or said group Hetar; and wherein all aryl, heteroaryl, 

phenyl, aryl-containing, heteroaryl-containing and phenyl-containing groups, 

which are optionally present in said substituents of said group Ar or said group 

Hetar, can be substituted by one or more substituents chosen from halogens, 

pseudohalogens, d-C 3 -alkyl, OH, CrC 3 -alkoxy, and CF 3 ; 

R 6 is chosen from: 

H; Ci-Cio-alkyl, which can be substituted by one or more substituents chosen 
from F, d-Ca-alkoxy, and di(Ci-C 8 -alkyl)amino; aryl-(d-C 4 -alkyl) and heteroaryl- 
(d-C 4 -alkyl), which can be substituted by one or more substituents chosen from 
halogens, CrC 4 -alkoxy, and di(d-C 6 -alkyl)amino; 
R 7 is chosen from: 

H; Ci-Cio-alkyl which can be substituted by one or more substituents chosen 
from F, Ci-Cs-alkoxy, di(d-C 8 -alkyl)amino and phenyl; phenyl; indanyl; and 
heteroaryl; and wherein each of the aforementioned aromatic groups can be 
unsubstituted or carry one or more substituents chosen from halogens, 
pseudohalogens, C r C 3 -alkyl, Ci-C 3 -alkoxy and CF 3 ; 
R 8 is H or C r C 10 -alkyl; 

R 9 is chosen from: Ci-Cio-alkyl which can be unsubstituted or carry one or more 
substituents chosen from: F, (Ci-d)-alkoxy, di(C r C 3 -alkyl)amino; and 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 



-62- 



U.S.Pat nt Application No.: 10/073,307 
New Attorn y Dock t N .: 02481.1830 



substituents of which are chosen from d-C 3 -alkyl, CrC 3 -alkoxy, halogens, 

pseudohalogens, and CF3; 

R 10 independently has the same meaning as R 7 ; 

R 11 independently has the same meaning as R 8 ; 

R 12 independently has the same meaning as R 6 ; 

R 13 is chosen from: H; d-C 6 -alkyl; unsubstituted and substituted phenyl, benzyl, 
heteroaryl, (d-C 6 -alkyl)-CO, phenyl-CO, and heteroaryl-CO, the substituents of 
which are chosen from halogens, pseudohalogens, Ci-C 3 -alkyl, Ci-C3-alkoxy, 
and CF 3 , and wherein one or more of these substituents can be present; 
R 14 independently has the same meaning as R 13 ; 

R 15 is chosen from: H; d-do-alkyl; (d-C 3 -alkoxy)-d-C 3 -alkyl; and substituted 
and unsubstituted benzyl, phenyl and heteroaryl, the substituents of which are 
chosen from halogens, pseudohalogens, d-C 3 -alkyl, d-C 3 -alkoxy, and CF 3 , and 
wherein one or more of these substituents can be present; 
R 16 is chosen from: d-do-alkyl which can be substituted by one or more 
substituents chosen from F, OH, d-C 8 -alkoxy, aryloxy, (d-C 8 -alkyl)mercapto, 
(d-C 8 -alkyl)amino and di(d-C 8 -alkyl)amino; CF 3 ; and substituted and 
unsubstituted phenyl and heteroaryl, the substituents of which are chosen from 
halogens, pseudohalogens, d-C 3 -alkyl, d-C 3 -alkoxy and CF 3 , and wherein one 
or more of these substitutents can be present; 
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R 20 independently has the same meaning as R 16 ; 

R 21 independently has the same meaning as R 6 ; 

R 22 independently has the same meaning as R 7 ; 

R 23 independently has the same meaning as R 8 ; 

R 24 independently has the same meaning as R 7 ; 

R 25 independently has the same meaning as R 8 ; 

R 26 independently has the same meaning as R 16 ; 

R 27 independently has the same meaning as R 16 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

aryl is phenyl, naphth-1-yl or naphth-2-yl; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and 

m is 0, 1 or 2. 

(New) The method according to claim 37, wherein the compound according to 
the general formula (I) is chosen from compounds of the general formula (I), 
wherein 

R 1 is chosen from: H; C r C 4 -alkyl; CrC 4 -alkoxy; CF 3 ; halogens; 
pseudohalogens; (C r C 4 -alkyl)-S(0) m -; and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are chosen 
from halogens, pseudohalogens, CrC 3 -alkyl, C r C 3 -alkoxy and CF 3l and wherein 
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heteroaryl is chosen from 5- and 6-membered heterocycles containing one or 

more heteroatoms chosen from N, O, and S; 

R 2 and R 3 are independently from each other chosen from: H; halogens; 

pseudohalogens; and d-C 3 -alkyl; 

R 4 independently has the same meaning as R 1 ; 

A is chosen from CH 2 and CHOH; 

B and C are independently from each rother chosen from CH 2 and ; CH-CH 3 ; 
R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 
or more substituents chosen from: halogens; CN; NH 2 ; unsubstituted and at 
least monosubstituted d-C 8 -alkyl, C 2 -C 8 -alkenyl, C 2 -C 8 -alkynyl, d-C 8 talkoxy, 
(C r C 8 -alkyl)amino, and di(d-C 8 -alkyl)amino, the substituents of which?are 
chosen from F, d-C 6 -alkoxy, phenoxy, (d-C 6 -alkyl)mercapto, NH 2 ,-(QrC 6 - 
alkyl)amino, and di(d-C 6 -alkyl)amino; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; 
phenyl-substituted C r C 2 -alkyl; heteroaryl-substituted C r C 2 -alkyl; CF 3 ; OH; 
phenoxy; benzyloxy; (C r C 6 -alkyl)COO; S(0) m (C r C 6 )-alkyl; S(0) m -phenyl; S(0) m - 
heteroaryl; SH; phenylamino; benzylamino; (Ci-C 6 -alkyl)-CONHr; (C r C 6 -alkyl)- 
CON(C r C 4 -alkyl)-; phenyl-CONH-; phenyl-CON(Ci-C4-alkyl)-; heteroaryl-CONH-; 
heteroaryl-CON(Ci-C 4 -alkyl)-; (Ci-C 6 -alkyl)-CO; phenyl-CO; heteroaryl-CO; CF 3 - 
CO; -OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(C r C 6 -alkyl); -CONH 2 ; 
-CONHCd-Ce-alkyl); -CON(di(d-C 6 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(d-C 6 - 
alkyl); -S0 2 NH(phenyl); -S0 2 N(di(d-C 6 -alkyl)); (d-C 6 -alkyl)S0 2 NH-; (d-C 6 - 
alkyl)S0 2 N(d-C 6 -alkyl)-; phenyl-S0 2 NH-; phenyl-S0 2 N(d-C 6 -alkyl)-; heteroaryl- 
S0 2 NH-; heteroaryl-S0 2 N(C r C 6 -alkyl)-; and saturated and at least 
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monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 
containing 1 to 3 heteroatoms chosen from N, O, and S, which heterocycles can 
be substituted by one or more substituents chosen from halogens, Ci-C 3 -alkyl, 
C r C 3 -alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 
condensed to said group Ar or said group Hetar; and wherein all heteroaryl, 
phenyl, heteroaryl-containing and phenyl-containing groups, which are optionally 
present in said substituentsrof said group Ar or said group Hetar, can be 



substituted by one or more substituents chosen from halogens, pseudohalogens, 
C r C 3 -alkyl, OH, C r C 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and 

mis0or2. 

39. (New) The method according to claim 37, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I), 
wherein 

R 1 is H, halogen, or CrC 4 -alkyl; 
R 2 and R 3 are each H; 
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R 5 is phenyl or a group Hetar both of which can be unsubstittited or carry one or 

more substituents chosen from: halogens; CN; NH 2 ; unsubstituted and at least 

monosubstituted d-Ce-alkyl, C2-C 6 -alkenyl, C 2 -C 6 -alkynyl, Ci-C 3 -alkoxy, (Ci-C 4 - 

alkyl)amino, and di(Ci-C 4 -alkyl)amino, the substituents of which are chosen from 

F, Ci-C 3 -alkoxy, (d-C 3 -alkyl)mercapto, and NH 2 ; C 3 -C 5 -alkandiyl; phenyl; 

heteroaryl; phenyl-substituted C r C 2 -alkyl; heteroaryl- substituted d~C 2 -alkyl; 

CF 3 ; OH; (C r C 4 -alkyl)COO; S(0) m (Ci-C 4 )-alkyl; (CrC 4 -alkyl)-CONH-; (d-d- 

alkyl)-CON(d-d-alkyl)-; (d-C 4 -alkyl)-CO; phenyl-CO; heteroaryl-CO; CF 3 -CO; - 

OCH 2 0-; -OCF2O-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(d-C 6 -alkyl); -CO,NH 2 ; - 

CONH(G r C 4 -alkyl); -CON(di(d-C 4 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(d-d- 

alkyl); -S0 2 NH(phenyl); -S0 2 N(di(C 1 -C 4 -alkyl)); (d-C 4 -alkyl)S0 2 NH-; (d-d- 

alkyl)S0 2 N(Ci-C 4 -alkyl)-; and saturated and at least monounsaturated;aliphatic, 

mononuclear 5- to 7-membered heterocycles containing 1 to 3 heteroatoms 

chosen from N, O, and S, which heterocycles can be substituted by one or more 

substituents chosen from halogens, C r C 3 -alkyl, d-C 3 -alkoxy, OH, oxo and CF 3 , 

and wherein said heterocycles can optionally be condensed to said phenyl or 

said group Hetar; and wherein all heteroaryl, phenyl, heteroaryl-containing and 

phenyl-containing groups, which are optionally present in said substituents of 

said phenyl or said group Hetar, can be substituted by one or more substituents 

chosen from halogens, pseudohalogens, Ci-C 3 -alkyl, OH, Ci-C 3 -alkoxy, and CF 3 : 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one, two or three heteroatoms chosen from N, O, and S; 



-67- 



ft 1 



FINNECAN 
HENDERSON 
FARABOW 
GARRETT & 
DUNNERki! 

1 300 I Street, NW 
Washington, DC 20005 
202.408.4000 
Fax 202.408.4400 
www.finnegan.com 



U.S. Patent Application No.: 10/073,307 
New Attorney Docket No.: 02481.1830 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one, two or three heteroatoms chosen from N, O, and S; and 

m is 0 or 2. 

40. (New) The method according to claim 37, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I) 
wherein 

R 1 is H, halogen, or CrC 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; V 
A and B are each CH2; 
C is CH 2 or CH-CH 3 ; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or 
more substituents chosen from: F; CI; Br; Ci-C 3 -alkyl; CrC 3 -alkoxymethyl; 2- 
amino-3,3,3-trifluoro-propyl-; CF 3 ; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; benzyl; 
heteroaryl-methyl; OH; Ci-C 3 -alkoxy; phenoxy; trifluoromethoxy; 2,2,2- 
trifluoroethoxy; (CrC4-alkyl)COO; (Ci-C 3 -alkyl)mercapto; phenylmercapto; (C1- 
C 3 -alkyl)sulfonyl; phenylsulfonyl; NH 2 ; (Ci-C 4 -alkyl)amino; di(C r C 4 -alkyl)amino; 
(Ci-C 3 -alkyl)-CONH-; (Ci-C 3 -a|kyl)-S0 2 NH-; (d-C 3 -alkyl)-CO; phenyl-CO; - 
OCH2O-; -OCF2O-; -CH2CH2O-; COO(C r C 4 -alkyl); -CONH 2 ; -CONH(C r C 4 -alkyl) 
-CON(di(d-C 4 -alkyl)); CN; -S0 2 NH 2 ; -S0 2 NH(C 1 -C 4 -alkyl); -S0 2 N(di(Ci-C 4 - 
alkyl)); pyrrolidinyl; piperidinyl; morpholinyl; and thiomorpholinyl; and wherein all 
heteroaryl, phenyl, heteroaryl-containing and phenyl-containing groups, which 
are optionally present in said substituents of said phenyl or said group Hetar, can 
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be substituted by one or more substituents chosen from halogens, 

pseudohalogens, Ci-C 3 -alkyl, OH, d-C 3 -alkoxy, and CF 3 ; 

heteroaryl is chosen from: furyl, pyrrolyl, thienyl, thiazolyl, isothiazolyl, oxazolyl, 

isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, pyrazinyl, pyridyl, pyrimidinyl, 

benzoimidazolyl, benzothiazolyl, benzoxazolyl, quinolinyl, isoquinolinyl, 

quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzothiophenyl, and indazolyl; 

the group Hetar is chosen from: furyl, pyrrolyl, thienyl, thiazolyl, isothiazolyl, 

oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, pyrazinyl, pyridyl, 

pyrimidinyl, benzoimidazolyl, benzothiazolyl, benzoxazolyl, quinolinyl,^. 

isoquinolinyl, quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzothiophenyl, and 

indazolyl. 

(New) The method according to claim 37, wherein the compound according to . 
the general formula (I) is chosen from the compounds of the general formula (I) 
wherein 

R 1 is H, halogen or CrC 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH2; 
C is CH 2 or CH-CH 3 ; 

R 5 is chosen from: 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 4-(CrC 3 - 
alkoxy)-phenyl, 4-trifluoromethoxyphenyl, 2-bromo-4-fluorophenyl, 2-chloro-4- 
fluorophenyl, 3,4-dimethylphenyl, 2,4-dimethylphenyl, 4-chloro-2-methylphenyl, 
2-hydroxy-4-methylphenyl, 2-hydroxy-4-ethoxyphenyl, 2-methoxy-4- 



-69- 



U.S. Patent Application No.: 10/073,307 
New Attorney Docket No.: 02481.1830 

methylphenyl, 4-phenoxyphenyl, 3-fluoro-4-methylphenyl, benzo[1 ,3]dioxol-5-yl, 

2,2-difluoro-benzo[1 ,3]dioxol-5-yl, 2,3-dihydrobenzofuran-5-yl, 1-(4-chloro- 

phenyl)-5-trifluoromethyl-1 H-pyrazole-4-yl, 1-(4-fluoro-phenyl)-3,5-dimethyl-1 H- 

pyrazole-4-yl, 1 H-benzotriazole-5-yl, 1 H-indole-4-yl, 1H-indole-6-yl, 1-isopropyl- 

2- trifluoromethyl-1 H-benzoimidazole-5-yl, 1-methyl-3-oxo-1 ,2,3,4-tetrahydro- 
quinoxaline-6-yl, 1 -phenyl-5-trifluoromethyl-1 H-pyrazole-4-yl, 2-(2-hydroxy- 
pyridin-4-yl)-1 H-benzoimidazole-5-yl, 2-(4-cyano-phenyl)- 1 H-benzoimidazole-5- 
yl, 2,4-dimethyl-oxazole-5-yl, 2,4-dimethyl-pyrimidine-5-yl, 2,4-dimethyl-thiazole- 
5-yl, 2,5-dimethyl-1 H-pyrrole-3-yl, 2,5-dimethyl-l -phenyl-1 H-pyrrqle-3-yl, 2,5- 
dimethyl-1-pyridin-4-ylmethyl-1 H-pyrrolyl, 2,5-dimethyl-2H-pyrazole-3-yl, 2,6- 
dichloro-pyrid-3-yl, 2,6-dimethoxy-pyrid-3-yl, 2,6-dimethyl-pyrid-3-yl, 2 T amino-4,6- 
dimethyl-pyrid-3-yl, 2-amino-6-chloro-pyrid-3-yl, 2-amino-pyrid-3-yl, 2-chloro-6- 
methyl-pyrid-3-yl, 2-chloro-pyrid-4-yl, 2-cyclopropyl-4-methyl-thiazole-5-yl, 2- 
dimethylamino-4-methyl-thiazole-5-yl, 2-dimethylamino-pyrid-4-yl, 2-ethyl-5- 
methyl-2H-pyrazole-3-yl, 2-hydroxy-6-methyl-pyrid-3-yl, 2-methyl-1 H- 
benzoimidazole-5-yl, 2-methyl-3H-benzoimidazole-5-yl, 2-methyl-pyrid-3-yl, 2- 
methyl-6-trifluoromethyl-pyrid-3-yl, 2-methyl-thiazole-5-yl, 2-morpholin-4-yl- 
pyridin-4-yl, 2-morpho!in-4-yl-pyrimidine-5-yl, 2-pyrrolidin-1 -yl-pyridin-4-yl, 3,5- 
dimethyl-1 H-pyrazole-4-yl, 3 -amino- 5,6-dimethyl-pyrazine-2-yl, 3-amino-5- 
methyl-pyrazine-2-yl, 3-amino-pyrazine-2-yl, 3-dimethylamino-4-methyl-phenyl, 

3- dimethylamino-phenyl, 3H-benzoimidazole-5-yl, 1 H-benzoimidazole-5-yl, 3- 
methanesulfonylamino-2-methyl-phenyl, 3-methanesulfonylamino-phenyl, 3- 
methyl-isoxazole-4-yl, 3-morpholin-4-yl-phenyl, 3-piperidin-1-yl-phenyl, 3- 
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pyrrolidin-1-yl-phenyl, 4-(2,2,2-trifluoro-ethoxy)-phenyl, 4,6-dimethyl-pyrid-3-yl, 4- 
amino-2-ethyl sulfanyl-pyrimidine-5-yl, 4-amino-2-methyl-pyrimidine-5-yl, 4- 
chloro-3-methanesulfonylamino-phenyl, 4-chloro-3-sulfamoyl-phenyl, 4-methyl-3- 
methylamino-phenyl, 4»methyl-thiazole-5-yl, pyridine-2-yl, pyridine-3-yl, pyridine- 
4-yl, 5-thiophen-2-yl-pyrid-3-yl, 2-methyl-4-trifluoromethyl-thiazol-5-yl, 5,6,7,8- 
tetrahydro-quinoline-3-yl, 5-amino-1-phenyl-1 H-pyrazole-4-yl, 5-methanesulfonyl- 
2-methyl-phenyl, 5-methyl-1-phenyl-1H-pyrazole-4-yl, 5-methyl-isoxazole-3-yl, 5- 
methyl-pyrid-3-yl, 5-methyl-pyrazine-2-yl, 6-chloro-pyrid-3-yl, 6-cyano-pyrid-3-yl, 
6-dimethylamino-pyrid-3-yl, 6-ethynyl-pyrid-3-yl, 6-methoxymethyl-pyrid-3-yl, 6- 
methoxy-pyrid-3-yl, 6-methyl-2-methylamino-pyrid-3-yl, 6-methylamino-pyrazine- 
2-yl, 6-methyl-pyrid-3-yl, 6-morpholin-4-yl-pyrid-3-yl, 6-pyrrolidin-1 -yl-pyrid-3-yl, 
imidazo[1 ,2-a]pyridine-2-yl, 6-trifiuoromethyl-pyrid-3-yl, and pyrimidine-:4-yl. 
(New) The method according to claim 37, wherein the mammal is a human. 
(New) A method of treating a mammal suffering from a cardiovascular disease, 
which method comprises administering to said mammal a physiologically active 
amount of a compound according to the general formula (I), in any of its 
stereoisomeric forms or a mixture thereof in any ratio or a pharmaceutically 
acceptable salt thereof 




(I) 
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wherein, in the formula (I), 

R 1 and R 4 are independently from each other chosen from : 
H; unsubstituted and at least monosubstituted d-do-alkyl, C 2 -Ci 0 -alkenyl and 
C 2 -C 10 -alkynyl, the substituents of which are chosen from F, OH, Ci-C 8 -alkoxy, 
(d-C 8 -alkyl)mercapto, CN, COOR 6 , CONR 7 R 8 , and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are chosen 
from halogens, pseudohalogens, CrC 3 -alkyl,d-C 3 -alkoxy and CF 3 ; 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are chosen from halogens, pseudohalogens, Ci-Qralkyl,. 
C r C 3 -alkoxy and CF 3 ; R 9 CO; CONR 10 R 11 ; COOR 12 ; CF 3 ; halogens; v 
pseudohalogens; NR 13 R 14 ; OR 15 ; S(0) m R 16 ; S0 2 NR 17 R 18 ; and NO z ; . 
R 2 and R 3 are independently from each other chosen from: 
H; halogens; pseudohalogens; unsubstituted and at least monosubstituted d- 
Cio-alkyl the substituents of which are chosen from OH, phenyl, and heteroaryl; 
OH; d-Cio-alkoxy; phenoxy; S(0) m R 19 ; CF 3 ; CN; N0 2 ; (d-C 10 -alkyl)amino; 
di(d-Cio-alkyl)amino; (Ci-C 6 -alkyl)-CONH-;'unsubstituted and at least 
monosubstituted phenyl-CONH- and phenyl-S0 2 -0-, the substituents of which 
are chosen from halogens, pseudohalogens, CH 3 and methoxy; (d-C 6 - 
alkyl)S0 2 -0-; unsubstituted and at least monosubstituted (d-C 6 -alkyl)CO, the 
substituents of which are chosen from F, di(d-C 3 -alkyl)amino, pyrrolidinyl and 
piperidinyl; and phenyl-CO, the phenyl part of which can be substituted by one or 
more substituents chosen from Ci-C 3 -alkyl, halogens and methoxy; 
A is chosen from CH 2 , CHOH and CH-(C r C 3 -alkyl); 
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B is chosen from CH 2 and CH-(CrC 3 -alkyl); 
C independently has the same meaning as B; 

R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 
or more substituents chosen from: halogens; pseudohalogens; NH 2 ; 
unsubstituted and at least monosubstituted CrCio-alkyl, C 2 -Cio-alkenyl, C 2 -Ci 0 - 
alkynyl, GrC 10 -alkoxy, (C r Cio-alkyl)amino, and di(CrCi 0 -alkyl)amino, the 
substituents of which are chosen from F, OH, Ci-C 8 -alkoxy, aryloxy, (d-C 8 - 
alkyl)mercapto, NH 2) (d-C 8 -alkyl)amino, and di(Ci-C 8 -alkyl)amino; C 3 -C 5 - 
alkandiyl; phenyl; heteroaryl; aryl-substituted d-C 4 -alkyl; heteroaryl -substituted 
d-C 4 -alkyl; CF 3 ; N0 2 ; OH; phenoxy; benzyloxy; (d-C 10 -alkyl)COO; S(Q) m R 20 ; 
SH; phenylamino; benzylamino; (d-Cio-alkyl)-CONH-; (d-C 10 -alkyl)-CON(Ci- 
C 4 -alkyl)-; phenyl-CONH-; phenyl-CON(d-C 4 -alkyl)-; heteroaryl-CONH-; 
heteroaryl-CON(Ci-d-alkyl)-; (d-Cio-alkyl)-CO; phenyl-CO; heteroaryl-CO; CF 3 - 
CO; -OCH z O-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COOR 21 ; CONR^R 23 ; 
CNH(NH 2 ); S0 2 NR 24 R 25 ; R 26 S0 2 NH-; R 27 S0 2 N(d-C 6 -alkyl)-; and saturated and 
at least monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 
containing 1 to 3 heteroatoms chosen from N, O. and S, which heterocycles can 
be substituted by one or more substituents chosen from halogens, d-C 3 -alkyl, 
Ci-C 3 -alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 
condensed to said group Ar or said group Hetar; and wherein all aryl, heteroaryl, 
phenyl, aryl-containing, heteroaryl-containing and phenyl-containing groups, 
which are optionally present in said substituents of said group Ar or said group 
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Hetar, can be substituted by one or more substituents chosen from halogens, 
pseudohalogens, d-C 3 -alkyl, OH, CrC 3 -alkoxy, and CF 3 ; 
R 6 is chosen from: 

H; Ci-Cio-alkyI, which can be substituted by one or more substituents chosen 
from F, CrC 8 -alkoxy, and di(CrC 8 -alkyl)amino; aryl-(Ci-C 4 ~aikyl) and heteroaryl- 
(C r C 4 -alkyl), which can be substituted by one or more substituents chosen from 
halogens, CrC4-alkoxy, and di(CrC 6 -alkyl)amino; 
R 7 is chosen from: 

H; C r Cio-alkyl which can be substituted by one or more substituents chosen 
from F, Ci-C 8 -alkoxy, di(CrC 8 -alkyl)amino and phenyl; phenyl; indanyMnd 
heteroaryl; and wherein each of the aforementioned aromatic groups can be 
unsubstituted or carry one or more substituents chosen from halogens, 
pseudohalogens, C r C 3 -alkyl, C r C 3 -alkoxy and CF 3 ; 
R 8 is H or Ci-Cio-alkyl; 

R 9 is chosen from: C r Cio-alkyl which can be unsubstituted or carry one or more 
substituents chosen from: F, (CrC 4 )-alkoxy, di(CrC 3 -alkyl)amino; and 
unsubstituted and at least monosubstituted phenyl and heteroaryl, the 
substituents of which are chosen from C r C 3 -alkyl, d-C 3 -alkoxy, halogens, 
pseudohalogens, and CF 3 ; 
R 10 independently has the same meaning as R 7 ; 



Fl N N EC AN 
HENDERSON 
FARABOW 
CAR RETT & 
DUN N ERkif 



R 11 independently has the same meaning as R 8 ; 
R 12 independently has the same meaning as R 6 ; 



1 300 I Street, NW 



Washington, DC 20005 



202.408.4000 
Fax 202.408.4400 
www.finnegan.com 



-74- 



U.S. Patent Application No.: 10/073,307 
New Attorn y Dock t No.: 02481 .183C 

R 13 is chosen from: H; CrC 6 -alkyl; unsubstituted and substituted phenyl, benzyl, 

heteroaryl, (Ci-C 6 -alkyl)-CO, phenyl-CO, and heteroaryl-CO, the substituents of 

which are chosen from halogens, pseudohalogens, C r C 3 -alkyl, CrC 3 -alkoxy, 

and CF 3 , and wherein one or more of these substituents can be present; 

R 14 independently has the same meaning as R 13 ; 

R 15 is chosen from: H; Ci-Cio-alkyl; (Ci-C 3 -alkoxy)-CrC 3 -alkyl; and substituted 

and unsubstituted benzyl, phenyl and heteroaryl, the substituents of which are 

chosen from halogens, pseudohalogens, d-C 3 -alkyl, C r C 3 -alkoxy, and CF 3j and 

wherein one or more of these substituents can be present; 

R 16 is chosen from: CrCi 0 -alkyl which can be substituted by one or more 

substituents chosen from F, OH, Ci-C 8 -alkoxy, aryloxy, (Ci-C 8 -alkyl)mercapto, 

(CrC 8 -alkyl)amino and di(Ci-C 8 -alkyl)amino; CF 3 ; and substituted and 

unsubstituted phenyl and heteroaryl, the substituents of which are chosen from 

halogens, pseudohalogens, CrC 3 -alkyl, C r C 3 -alkoxy and CF 3 , and wherein one 

or more of these substitutents can be present; 

R 17 independently has the same meaning as R 7 ; 

R 18 independently has the same meaning as R 8 ; 

R 19 independently has the same meaning as R 16 ; 

R 20 independently has the same meaning as R 16 ; 

R 21 independently has the same meaning as R 6 ; 

R 22 independently has the same meaning as R 7 ; 

R 23 independently has the same meaning as R 8 ; 

R 24 independently has the same meaning as R 7 ; 
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Fc* independently has the same meaning as R , 
R 26 independently has the same meaning as R 16 ; 
R 27 independently has the same meaning as R 16 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

aryl is phenyl, naphth-1-yl or naphth-2-yl; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and < 
m is 0, 1 or 2. 



44. (New) The method according to claim 43, wherein the compound according to 
the general formula (I) is chosen from compounds of the general formula (I), 
wherein 

R 1 is chosen from: H; d-C 4 -alkyl; CrC 4 -alkoxy; CF 3 ; halogens; 
pseudohalogens; (Ci-C 4 -aIkyl)-S(0) m -; and unsubstituted and at least 
monosubstituted phenyl and heteroaryl, the substituents of which are chosen 
from halogens, pseudohalogens, C r C 3 -alkyl, C r C 3 -alkoxy and CF 3 , and wherein 
heteroaryl is chosen from 5- and 6-membered heterocycles containing one or 
more heteroatoms chosen from N, O, and S; 

R 2 and R 3 are independently from each other chosen from: H; halogens; 
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B and C are independently from each other chosen from CH 2 and CH-CH 3 ; 

R 5 is a group Ar or a group Hetar both of which can be unsubstituted or carry one 

or more substituents chosen from: halogens; CN; NH 2 ; unsubstituted and at 

least monosubstituted d-Cs-alkyl, C 2 -C 8 -alkenyi, C 2 -C 8 -alkynyl, Ci-C 8 -alkoxy, 

(CrC 8 -alkyl)amino, and di(C r C 8 -alkyl)amino, the substituents of which are 

chosen from F, Ci-C 6 -alkoxy, phenoxy, (Ci-C 6 -alkyl)mercapto, NH 2 , (C r C 6 - 

alkyl)amino, and di(CrC 6 -alkyl)amino; C 3 -G 5 -alkandiyl; phenyl; heteroaryl; 

phenyl-substituted Ci-C 2 -alkyl; heteroaryl-substituted d-C 2 -alkyl; CF 3 ; OH; 

phenoxy; benzyloxy; (C r C 6 -alkyl)COO; S(0) m (C r C 6 )-alkyl; S(0) m -phenyl; S(0) m - 

heteroaryl; SH; phenylamino; benzylamino; (CrC 6 -alkyl)-CONH-; (C r 0 6 -alkyl)- 

CON(CrC 4 -alkyl)-; phenyl-CONH-; phenyl-CON(C r C 4 -alkyl)-; heteroaryl-CONH-; 

heteroaryl-CON(Ci-C 4 -alkyl)-; (Ci-C 6 -alkyl)-CO; phenyl-CO; heteroarylTCO; CF 3 - 

CO; -OCH 2 0-; -OCF 2 0-; -OCH 2 CH 2 0-; -CH 2 CH 2 0-; COO(C r C 6 -alkyl);- -CONH 2 ; 

-CONH(C r C 6 -alkyl); -CON(di(C r C 6 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(Ci-C 6 - 

alkyl); -S0 2 NH(phenyl); -S0 2 N(di(CrC 6 -alkyl)); (Ci-C 6 -alkyl)S0 2 NH-; (d-C 6 - 

alkyl)S0 2 N(CrC 6 -alkyl)-; phenyl-S0 2 NH-; phenyl-S0 2 N(Ci-C 6 -alkyl)-; heteroaryl- 

S0 2 NH-; heteroaryl-S0 2 N(Ci-C 6 -alkyl)-; and saturated and at least 

monounsaturated aliphatic, mononuclear 5- to 7-membered heterocycles 

containing 1 to 3 heteroatoms chosen from N, O, and S, which heterocycles can 

be substituted by one or more substituents chosen from halogens, Ci-C 3 -alkyl, 

d-C 3 -alkoxy, OH, oxo and CF 3 , and wherein said heterocycles can optionally be 

condensed to said group Ar or said group Hetar; and wherein all heteroaryl, 

phenyl, heteroaryl-containing and phenyl-containing groups, which are optionally 
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present in said substituents of said group Ar or said group Hetar, can be 

substituted by one or more substituents chosen from halogens, pseudohalogens, 

Ci-C 3 -alkyl, OH, CrC 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one or more heteroatoms chosen from N, O, and S; 

the group Ar is phenyl, naphth-1-yl or naphth-2-yl; and 

m is 0 or 2. 

45. (New) The method according to claim 43, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I), 
wherein 

R 1 is H, halogen, or CrC 4 -alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
AisCH 2 ; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or 
more substituents chosen from: halogens; CN; NH 2 ; unsubstituted and at least 
monosubstituted CrC 6 -alkyl, C 2 -C 6 -alkenyl, C 2 -C 6 -alkynyl, d-C 3 -alkoxy, (Ci-C 4 - 
alkyl)amino, and di(Ci-C 4 -alkyl)amino, the substituents of which are chosen from 
F, C r C 3 -alkoxy, (C r C 3 -alkyl)mercapto, and NH 2 ; C 3 -C 5 -alkandiyl; phenyl; 
heteroaryl; phenyl-substituted CrC 2 -alkyl; heteroaryl- substituted d-C 2 -alkyl; 
CF 3 ; OH; (C r C 4 -alkyl)COO; S(0) m (C r C 4 )-alkyl; (Ci-C 4 -alkyl)-CONH-; (C r C 4 - 
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alkyl)-CON(C r C 4 -alkyl)-; (CrC 4 -alkyl)-CO; phenyl-CO; heteroaryl-CO; CF 3 -CO; - 

OCH2O-; -OCF2O-; -OCH2CH2O-; -CH2CH2O-; COO(d-C6-alkyl); -CONH 2 ; - 

CONH(C r C 4 -alkyl); -CON(di(C r C 4 -alkyl)); CNH(NH 2 ); -S0 2 NH 2 ; -S0 2 NH(d-C 4 - 

alkyl); -S0 2 NH(phenyl); -S0 2 N(di(CrC 4 -alkyl)); (C r C 4 -alkyl)S0 2 NH-; (C r C 4 - 

alkyl)S0 2 N(CrC 4 -alkyl)-; and saturated and at least monounsaturated aliphatic, 

mononuclear 5- to 7-membered heterocycles containing 1 to 3 heteroatoms 

chosen from N, O, and S, which. heterocycles can be substituted by one or more 

substituents chosen from halogens, Ci-C 3 -alkyl, CrC 3 -alkoxy, OH, oxo and CF 3 , 

and wherein said heterocycles can optionally be condensed to said phenyl or 

said group Hetar; and wherein all heteroaryl, phenyl, heteroaryl-containing and 

phenyl-containing groups, which are optionally present in said substituents of 

said phenyl or said group Hetar, can be substituted by one or more substituents 

chosen from halogens, pseudohalogens, Ci-C 3 -alkyl, OH, d-C 3 -alkoxy, and CF 3 ; 

heteroaryl is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one, two or three heteroatoms chosen from N, O, and S; 

the group Hetar is a 5 to 10-membered, aromatic, mono- or bicyclic heterocycle 

containing one, two or three heteroatoms chosen from N, O, and S; and 

m is 0 or 2. 

(New) The method according to claim 43, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I) 
wherein 

R 1 is H, halogen, or Ci-C 4 -alkyl; 
R 2 and R 3 are each H; 
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R 4 independently has the same meaning as R 1 ; 

A and B are each CH2; 

C is CH 2 or CH-CH 3 ; 

R 5 is phenyl or a group Hetar both of which can be unsubstituted or carry one or 
more substituents chosen from: F; CI; Br; C r C 3 -alkyl; C-i-C 3 -alkoxymethyl; 2- 
amino-3,3,3-trifluoro-propyl-; CF 3 ; C 3 -C 5 -alkandiyl; phenyl; heteroaryl; benzyl; 
. heteroaryl-methyl; OH; Ci-C 3 -alkoxy; phenoxy; trifluoromethoxy; 2,2,2- 
trifluoroethoxy; (CrC 4 -alkyl)COO; (Ci-C 3 -alkyl)mercapto; phenylmercapto; (d- 
C 3 -alkyl)sulfonyl; phenylsulfonyl; NH 2 ; (CrC 4 -alkyl)amino; di(Ci-C 4 -a!kyl)amino; 
(Ci-C 3 -alkyl)-CONH-; (Ci-C 3 -alkyl)-S0 2 NH-; (CrC 3 -alkyl)-CO; phenyl-CO; - 
OCH2O-; -OCF2O-; -CH2CH2O-; COO(C r C 4 -alkyl); -CONH 2 ; -CONHfCrC^alkyl); 
-CON(di(Ci-C 4 -alkyl)); CN; -S0 2 NH 2 ; -S0 2 NH(C 1 -C 4 -alkyl); -S0 2 N(di(C r C 4 - 
alkyl)); pyrrolidinyl; piperidinyl; morpholinyl; and thiomorpholinyl; and wherein all 
heteroaryl, phenyl, heteroaryl-containing and phenyl-containing groups, which 
are optionally present in said substituents of said phenyl or said group Hetar, can 
be substituted by one or more substituents chosen from halogens, 
pseudohalogens, CrC 3 -alkyl, OH, Ci-C 3 -alkoxy, and CF 3 ; 
heteroaryl is chosen from: furyl, pyrrolyl, thienyl, thiazolyl, isothiazolyl, oxazolyl, 
isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, pyrazinyl, pyridyl, pyrimidinyl, 
benzoimidazolyl, benzothiazolyl, benzoxazolyl, quinolinyl, isoquinolinyl, 
quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzothiophenyl, and indazolyl; 
the group Hetar is chosen from: furyl, pyrrolyl, thienyl, thiazolyl, isothiazolyl, 
oxazolyl, isoxazolyl, pyrazolyl, imidazolyl, pyridazinyl, pyrazinyl, pyridyl, 
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pyrimidinyl, benzoimidazolyl, benzothiazolyl, benzoxazolyl, quinolinyl, 

isoquinolinyl, quinoxalinyl, quinazolyl, indolyl, benzofuranyl, benzothiophenyl, anc 

indazolyl. 

(New) The method according to claim 43, wherein the compound according to 
the general formula (I) is chosen from the compounds of the general formula (I) 
wherein 

R 1 is H, halogen or Ci-C^alkyl; 
R 2 and R 3 are each H; 

R 4 independently has the same meaning as R 1 ; 
A and B are each CH 2 ; 
C is CH 2 or CH-CH 3 ; 

R 5 is chosen from: 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 4-(Ci-C 3 - 
alkoxy)-phenyl, 4-trifluoromethoxyphenyl, 2-bromo-4-fluorophenyl, 2-chloro-4- 
fluorophenyl, 3,4-dimethylphenyl, 2,4-dimethylphenyl, 4-chloro-2-methylphenyl, 
2-hydroxy-4-methylphenyl, 2-hydroxy-4-ethoxyphenyl, 2-methoxy-4- 
methylphenyl, 4-phenoxyphenyl, 3-fluoro-4-methylphenyl, benzo[1,3]dioxol-5-yl, 
2,2-difluoro-benzo[1 ,3]dioxol-5-yl, 2,3-dihydrobenzofuran-5-yl, 1-(4-chloro- 
phenyl)-5-trifluoromethyl-1 H-pyrazole-4-yl, 1-(4-fluoro-phenyl)-3,5-dimethyl-1 H- 
pyrazole-4-yl, 1 H-benzotriazole-5-yl, 1H-indole-4-yl, 1H-indole-6-yl, 1-isopropyl- 
2-trifluoromethyl-1 H-benzoimidazole-5-yl, 1-methyl-3-oxo-1 ,2,3,4-tetrahydro- 
quinoxaline-6-yl, 1 -phenyl-5-trifluoromethyl-1 H-pyrazole-4-yl, 2-(2-hydroxy- 
pyridin-4-yl)-1 H-benzoimidazole-5-yl, 2-(4-cyano-phenyl)- 1 H-benzoimidazole-5- 
yl, 2,4-dimethyl-oxazole-5-yl, 2,4-dimethyl-pyrimidine-5-yl, 2,4-dimethyl-thiazole- 
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5-yl, 2,5-dimethyl-1H-pyrrole-3-yl, 2,5-dimethyl-1-phenyl-1H-pyrrole-3-yl, 2,5- 

dimethyl-1 -pyridin-4-ylmethyl-1 H-pyrrolyl, 2,5-dimethyl-2H-pyrazole-3-yl, 2,6- 

dichloro-pyrid-3-yl, 2,6-dimethoxy-pyrid-3-yl, 2,6-dimethyl-pyrid-3-yl, 2-amino-4,6- 

dimethyl-pyrid-3-yl, 2-amino-6-chloro-pyrid-3-yl, 2-amino-pyrid-3-yl, 2-chloro-6- 

methyl-pyrid-3-yl, 2-chloro-pyrid-4-yl, 2-cyclopropyl-4-methyl-thiazole-5-yl, 2- 

dimethylamino-4-methyl-thiazole-5-yl, 2-dimethylamino-pyrid-4-yl, 2-ethyl-5- 

methyl-2H-pyrazole-3-yl, 2-hydroxy-6^methyl-pyrid-3-yl, 2-methyl-1H- 

benzoimidazole-5-yl, 2-methyl-3H-benzoimidazole-5-yl, 2-methyl-pyrid-3-yl, 2- 

methyl-6-trifIuoromethyl-pyrid-3-yl, 2-methyl-thiazole-5-yl, 2-morpholin-4-yi- 

pyridin-4-yl, 2-morpholin-4-yl-pyrimidine-5-yl, 2-pyrrolidin-1-yl-pyridin-4-yl, 3,5- 

dimethyl-1H-pyrazole-4-yl, 3 -amino- 5,6-dimethyl-pyrazine-2-yl, 3 T amino-5- 

methyl-pyrazine-2-yl, 3-amino-pyrazine-2-yl, 3-dimethylamino-4-methyl-phenyl, 

3- dimethylamino-phenyl, 3H-benzoimidazole-5-yl, 1 H-benzoimidazole-5-yl, 3- 
methanesulfonylamino-2-methyl-phenyl, 3-methanesulfonylamino-phenyl, 3- 
methyl-isoxazole-4-yl, 3-morpholin-4-yl-phenyl, 3-piperidin-1-yl-phenyl, 3- 
pyrrolidin-1-yl-phenyl, 4-(2,2i2-trifluoro-ethoxy)-phenyl, 4,6-dimethyl-pyrid-3-yl, 4- 
amind-2-ethyl sulfanyl-pyrimidine-5-yl, 4-amino-2-methyl-pyrimidine-5-yl, 4- 
chloro-3-methanesulfonylamino-phenyl, 4-chloro-3-sulfamoyl-phenyl, 4-methyl-3- 
methylamino-phenyl, 4-methyl-thiazole-5-yl, pyridine-2-yl, pyridine-3-yl, pyridine- 

4- yl, 5-thiophen-2-yl-pyrid-3-yl, 2-methyl-4-trifluoromethyl-thiazol-5-yl, 5,6,7,8- 
tetrahydro-quinoline-3-yl, 5-amino-1-phenyl-1 H-pyrazole-4-yl, 5-methanesulfonyl- 
2-methyl-phenyl, 5-methyl-1-phenyl-1H-pyrazole-4-yl, 5-methyl-isoxazole-3-yl, 5- 
methyl-pyrid-3-yl, 5-methyl-pyrazine-2-yl, 6-chloro-pyrid-3-yl, 6-cyano-pyrid-3-yl, 
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6-dimethylamino-pyrid-3-yl, 6-ethynyl-pyrid^3-yl, 6-methoxymethyl-pyrid-3-yl, 6- 

methoxy-pyrid-3-yl, 6-methyl-2-methylamino-pyrid-3-yl, 6-methylamino-pyrazine- 

2-yl, 6-methyl-pyrid-3-yl, 6-morpholin-4-yl-pyrid-3-yl, 6-pyrrolidin-1 -yl-pyrid-3-yl, 

imidazo[1,2-a]pyridine-2-yl, 6-trifluoromethyl-pyrid-3-yl, and pyrimidine-4-yl. 

(New) The method according to claim 43, wherein the mammal is a human. 
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